Robert Havlin 



10/572.772 



Robert Havlin 



Connecting via Ninaock to 9TH 



Welcome to STN InternaCional! Enter xix 
LOG IN ID ; SS PTARHHl «2 6 



PASSWORD: 

TERMINAL (ENTER 1, 2. 3, OR 7):2 



Welcome to STN International 



Web Page for stn seminar Schedule - N. America 
CHEMLIST enhanced with New Zealand Inventory of Chemicals 
CA/CAplu8 Company Name Thesaurus enhanced and reloaded 
IPC version 2007.01 theaaurua available on STN 
WPiDS/HPiNDBX/MPix enhanced with IPC B reclassificacion data 
CA/CAplus updated with revised CAS roles 
CA/CAplus enhanced with patent applications from India 
PHAR reloaded with new search and display fields 
CAS Registry Number crossover limit increased to 300,000 in 
multiple databases 

PATDPASPC enhanced with Drug Approval numbers 
RUSSIAPAT enhanced with pre- 1994 records 
KOREAPAT enhanced with IPC 8 features end functionality 
MEDLINE reloaded with enhancements 
BMBASB enhanced with Clinical Trial Number field 
TOXCBNTBR enhanced with reloaded MBDLINB 
IPICDB/IFIPAT/IFIUDB reloaded with enhancements 
CAS Registry Number crossover limit increased from 10,000 
CO 300,000 in multiple databases 

HPIDS/HPIX enhanced with new PRAGHITSTR display format 
CASREACT coverage extended 
MARPAT now updated daily 
LHPI reloaded 

RDISCLOSURB reloaded with enhancements 
JICST-EPLUS removed from database clusters and STN 
OBNBANK reloaded and enhanced with Genome Project id field 
CHEMCATS enhanced with 1.2 million new records 
CA/CAplus enhanced with 1870-1889 U.S. patent records 
INPAOOC replaced by INPAOOCDB on STN 
New CAS web site launched 

CA/CAplus Indian patent publication number format defined 
RDISCLOSURB on STN Easy enhanced with new search and display 
fields 

BIOSIS reloaded and enhanced with archival data 
TOXCBNTER enhanced with BIOSIS reload 
CA/CAplus enhanced with additional kind codes for German 
patents 

CA/CAplus enhanced with IPC reclassification in Japanese 
patents 

NEWS EXPRESS NOVEMBER 10 CURRENT WINDOWS VERSION IS V8.01C, CURRENT 
MACINTOSH VBRSIOM IS V6.0c(BNO} AND V6.0Jc(JP}, 
AND CURRENT DISCOVER PILE IS DATED 25 SEPTEMBER 2006. 
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For general information regarding STN implementation of IPC B 

Enter news followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 
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FILE 'HOME* ENTERED AT D9i24tl6 ON 33 MAY 2007 



-> file reg 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
0.21 0.21 



FILE <REGISTRY< ENTERED AT 09:24:23 ON 23 MAY 2007 

USB IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGRBBMBNT. 

PLBASB SEE 'HELP USAOBTBRMS- FOR DETAILS. 

COPYRIGHT (C) 3007 American chemical Society (ACS) 

Property values tagged with ic are from the zic/viNXTI data file 
provided by Infochem. 



STRUCTURE FILE UPDATES: 
DICTIONARY FILE UPDATES: 



22 MAY 2007 
22 MAY 2007 



HIGHEST RN 93S655-41-7 
HIGHEST RN 935655-41-7 



Hew CAS Information use Policies, enter HELP USAOBTBRMS for details. 

TSCA INFORMATION NOW CURRENT THROUOH December 2. 3006 

Please note that search- term pricing does apply when 
conducting SmartsBLECT searches. 

REOISTRY includes numerically searchable data Cor experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to s 

http; //www.cas .org/support/stngen/stndoc/properties . html 
Uploading Ci\Program Files\stnexp\Querie8\io.572772\no bonds. str 



NEWS HOURS 
NEWS LOGIN 



STN Operating Hours Plus Help Desk Availability 
Welcome Banner and News Items 
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structure attributes must be viewed using STN Bxpress query preparation. 



chain nodes t 
IS 19 20 
ring nodes : 

1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 

chain bonds : 

5-16 7-13 14-18 18-19 19-20 

ring bonds : 

1-2 1-6 2-3 3-4 4-S 5-6 7-B 7-12 8-9 9-10 10-11 11-12 13-14 13-17 14-15 

15-16 16-17 
exact /norm bonds i 

1-2 1-6 2-3 3-4 4-5 5-6 5-16 7-B 7-12 7-13 8-9 9-10 lO-ll 11-12 13-14 
13-17 14-15 14-18 lS-16 16-17 lB-19 19-20 

Match level : 

l:Atom 2:Atom 3:Atom 4:AC0m 5 i ACOm 6iAtom 7:Atom 8 : Atom 9:Atom 10:Atom 

11 ! Atom 12 t Atom 13: Atom 14: Atom IS: Atom 16; Atom 17: Atom 18: CLASS 19: CLASS 20: CLASS 



STRUCTURE UPLOADED 



LI HAS NO ANSWERS 



'REGISTRY' 
91 TO ITERATE 



-> s 11 sas sam 

SAMPLE SEARCH INITIATED 09: 34 i 56 PILB 
SAMPLE SCREEN SEARCH COMPLETED - 

100.0% PROCBSSBD 91 ITERATIONS 

SEARCH TIME: 00.00.01 



PULL PILB PROJECTIONS: ONLINE COMPLETE* • 

BATCH COMPLETE 
PROJECTED ITERATIONS: 124B TO 2392 

PROJBCTBD ANSWERS) 187 TO 773 



L2 



24 8SA SSS SAM LI 



•> d scab 

•SCAB' IS NOT A VALID FORMAT FOR FILE 'REGISTRY* 
The following are valid formats: 

Substance information can be displayed by re<iue8ting individual 
fields or predefined formats. The predefined substance formats 

are: (RN - CAs Registry Number) 

REG - RN 

SAM - Index Name, MP, and structure • no RN 

FIDE - All substance data, except sequence data 

IDE - PIDB, but only 50 names 

SQIDE - IDE, plus sequence data 

SQIDB3 - Sane as SQiDE, but 3-letter amino acid codes are used 

SQD - Protein sequence data. Includes RN 

SW3 - Same as SQD, but 3-letter amino acid codes are used 

SON - Protein sequence name information, includes RN 

CALC - Table of calculated properties 
BPROP • Table of experimental properties 
PROP • BPROP and CALC 



Any CA Pile format may be combined with any substance fonnat to 
Obtain CA references citing the substance. The substance formats 



10/572.772 5/98 

must be cited first. The CA Pile predefined formats are; 

ABS Abstract 

APPS -• Application and Priority Information 

BIB CA Accession Number, plus Bibliographic Data 

CAN CA Accession Number 

CBIB CA Accession Number, plus Bibliographic Data (compressed) 

IND -- Index Data 

IPC -- International Patent Classification 

PATS PI, so 

STD BIB, IPC, and NCL 

lABS ABS. indented, with text labels 
I BIB -- BIB, indented, with text labels 
ISTD -- STD format, indented 

OBIB AN. plus Bibliographic Data (original) 

OIBIB OBIB, indented with text labels 

9BIB BIB, no citations 

SIBIB IBIB. no citations 

The ALL format gives PIDB BIB ABS iND RE, plus sequence data when 
it is available. 

The MAX format is the same as ALL. 

The lALL format is the same as ALL with BIB ABS and IND indented, 
with text labels. 

For additional information, please consult the following help 
messages ; 

HSLP OPIBLDS -- TO see a complete list of individual display fields. 
HELP FORMATS -- TO see detailed descriptions of the predefined formats, 

ENTER DISPLAY FORMAT (IDE) id SCan 

■D' IS NOT A VALID FORMAT FOR FILE 'REOZSTRy 

The following are valid formats t 

Substance infonnation can be displayed by requesting individual 
fields or predefined formats. The predefined substance formats 
are: (RN - CAS Registry Number) 

REG - RN 

SAM • Index Name, MP, and structure - no RN 

FIDE - All substance data, except sequence data 

IDE - FIDE, but only SO names 

SOIOE - IDE, plus sequence data 

SQIDB3 - Same as 8QIDE, but 3 -letter amino acid codes are used 

SOD - Protein sequence data, includes RN 

S0D3 < Same as 3Q0, but 3 -letter amino acid codes are used 

SON • Protein sequence name information, includes RN 

CALC - Table of calculated properties 
EPROP - Table of experimental properties 
PROP - EPROP and CALC 

Any CA File format may be combined with any substance format to 
obtain CA references citing the substance. The substance formats 
must be cited first. The CA File predefined formats are: 

ABS Abstract 

APPS Application and Priority infomation 

BIB -* CA Accession Number, plus Bibliographic Data 



10/572.772 §lSi 

CAN CA Accession Number 

CBIB CA Accession Number, plus Bibliographic Data (compressed) 

IND -- Index Data 

IPC International Patent Classification 

PATS -- PI, SO 

STD -- BIB, IPC, and NCL 

lABS -- ABS, indented, with text labels 
IBIB -- BIB. indented, with text labels 
XSTD STD format, indented 

OBIB AN, plus Bibliographic Data (original) 

OZBIB OBIB, indented with text labels 

SBZ8 BIB, no citations 

SIBIB IBIB, no citations 

The ALL format gives FIDE BIB abs ind re, plus sequence data when 
it is available. 

The MAX format is the same as ALL. 

The lALL format is the same as ALL with bib abs and IND indented, 
with text labels. 

For additional information, please consult the following help 
messages I 

HELP DFIELOS -- To see a complete list of individual display fields. 
HELP FORMATS TO See detailed descriptions of the predefined formats. 

ENTER DISPLAY FORMAT (IDE) tend 

-> d scan 

L2 24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzoic acid, 2-hydroxy- , 2-oxo-2- [ (l-phenyl-3- (4-propylphenyl) -IH-pyrasol- 

$'yl)amino]ethyl ester (9CI) 
MP C27 H25 N3 04 



Robert Havlin 




NH-L 



* PROPERTY DATA AVAILABLE IN TUB 'PROP' FORMAT** 



KOH MANY MORE ANSNBRS DO YOU NISH TO SCAN? (1):1 

L2 24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4 , 5-dihydro-l , 3 ,4- 

triphenyl-, hydrazide (9CI) 
MF C29 H25 N5 02 



Robert Havlin 
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r 5 

PirSh 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):1 

L2 24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Acetamide, 2- (dibutylamino) -N- (l,3-diphenylpyrazol-3-yl) • (SCI) 

MF C25 H32 N4 O 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? i\) :l 



x 



-CIIa-NIBu-n)2 



L2 24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Glycine, N- [ [5- (benzoylamino) -4- (4>chlorophenyl} -4,s-dihydro-l,3-diphenyl- 
lH-pyrazol-S-yl)carbonyll - , ethyl ester, cis- (SCI) 

MF C33 H29 CI N4 04 

Relative stereochemistry. 




* PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* < 



HON MANY MORE ANSNERS DO YOU MISH TO SCAN? (l)il 



24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 
Benzenesulfonamide, 2-chloro-N- 1 1 [3- (4- IK I (3* 

chlorophenyDsulfonyl) amino] carbonyl] amino] phenyl] -l-phenyl>lH*pyraBol-S' 
yl} amino} carbonyl] • (9CI) 
C29 H22 CI 2 N6 06 S2 



•PROPERTY DATA AVAILABLE IN THE 'PROP" FORMAT*' 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) si 



L2 24 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzeneacetic acid, 3- (s- ( I ( <2, 3-dichlorophenyl)amino]carbonyl)anino) -3- (2- 
f luorophenyl) - iH-pyrazol-l-yll ♦ (9C1) 

MF C24 H17 C12 F N4 03 





•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



mum. 
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•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



HOH MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :0 
■> s ll ass full 

PULL SEARCH INITIATED 09 i 25! 41 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED • IS 99 TO ITERATE 

100.0% PROCESSED 1599 ITBRATIOHS 

SEARCH TIMBs 00,00,01 

L3 419 SEA 888 PUL Ll 



LANOUAQBi 

OTHER SOURCE (S) t 



Akademii (20C3) , (4), 142*146 

CODENi ITSAA7I ISSN: 0021 •342X 

ANO ■izdatel'stvo NSKhA* 

Journal 

Russian 

CASRBACT 141t39S4«7 



Robert Haviin 



-> file hcaplus 

COST IN U.S. DOLLARS 



PULL BSTIMATBD COST 



SINCE FILE 
ENTRY 
172. S5 



413 ANSNBRS 



TOTAL 
SESSION 
172.76 




PILE «HCAPLUS' ENTERED AT 09t2Si46 ON 23 MAY 2007 

USB IS SUBJECT TO THB TERMS OP YOUR 8TN CUSTOMER AGRSBNBHT. 

PLBA8B SBB -HELP USAOETERMS- FOR DETAILS. 

COPYRIGHT (C) 2007 AMERICAN CHEMICAL 80CIBTY (ACS) 



Copyright of the articles to which records in thie database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American chemical society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 



FILE COVERS 1907 - 
FILE LAST UPDATED: 



23 May 2D07 
22 May 2007 



VOL 146 ISS 22 
(20070522/ED) 



New CAS Information Use Policies, enter help usagbterms for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



■> s 14 and py «2004 

23932542 PY <2004 
L5 92 U AND PY <2004 

•> d iblb abs hitstr l-io 



LS ANSWER 1 OF 92 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
AUTHOR (S) I 
CORPORATE SOURCE i 
SOURCE: 



HCAPLUS COPYRIGHT 2007 ACS On STN 
2004:153241 HCAPLUS Full -text 
141: 395467 

3- <p-Bromophenyl) -S-aminopyrazole and some derivatives 
Nam, N. L.; Grandberg, I. I.; SoroKin, V. I. 
Kafedra org. Khim.. Tiniryazevsk. S*Kh. Aliad., Russia 
izvestiya Tiniryazevakoi Sel 'skokhozyaistvennoi 



s-Afflinopyrazoles I (Ri » H, Me, Ph; R2 «• H) were readily prepared via cyanation of a,4- 
dlbromoacetophenone with sodium cyanide followed by heterocyclizatlon of 4-broao-a« 
cyanoacetophenone with the corresponding hydrazines, Pyrazole I (Rl - Ph> R2 - H) was 
further functional Ized by reactions with acyl and sulfonyl halides, anhydrides or 
isocyanates to give I (Rl - Ph« R2 • MeCO, PhCO, 4*MeC6H4S02, 2-C1C6H4S02NHCO) . 

342413-14-Sf 706685-43-0'c> 766683 -4 IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of (bromophenyDaninopyrazoles) 

3424 13- 16- S HCAPLUS 

Acetamide, N- [3- (4-broniophenyl)-l-phenyl-lH-pyrBZol-s-yl}- (9CI) (CA 

INDEX NAME) 



tat 7866SS-48-0 HCAPLUS 

CN Benzenesulfonanida, H- { ( [3- (4-bromop)ienyl) -i-phenyl-lH-pyrazol-s- 
yl) amino) CBrbonyl)-2-chloro- (9CI) (CA INDEX NAMB) 




mh-1Lni 



RN 7866a B-4 9-1 HCAPLUS 

CN Benzaniide, H- (3 - (4-broinophenyl) - 1-phenyl- lH-pyrazol-5-yl) - (9CI} <CA 
INDEX NAME) 



10/572.772 



Robert Haviin 



RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) i 
(Reactant or reagent) 

(preparation of heterocyclic carbohydrazides and related compds. 
potential anticancer agente) 
752257-67-3 HCAPLUS 

iH-Pyrazole-S-carboxylic acid, 5- (benzoylamino) -4, S-dihydro-4- <2- 
methoxyphenyl)-l,3-diphenyl-, hydrazide (9CI) (CA index NAME) 



HJN- 




L5 ANSWER 2 OF 92 HCAPLUS COPYRIGHT 2007 ACS on STN 
ACCESSION NUMBER: 2003:943636 HCAPLUS Full -text 

DOCUMENT NUMBBRi 14 1 1243428 

TITLEt Synthesis and Reactions of soae New Heterocyclic 

Carbohydrazides and Related Compounds as Potential 
Anticancer Agents 

AUTHOR(S): Mansour, Abdel Kader; Bid, Mohga M.; Khalll, Nasser S. 

A. M. 

Department of Chemistry, Faculty of Science. Cairo 
University, Giza, Egypt 
Molecules (lOOJ), 9(10), 744-755 
CODENi MOLEFW; ISSN: 1420-3049 

URL: http;//www.mdpi ■org/molecules/ pa per8/81Q0Q744 .pdf 
Molecular Diversity Preservation International 
Journal; (online computer file) 
English 

CASREACT 141i243428 

Acylation of 3-hydrazino- 5, 6-diphenyl - 1 , 2 , 4 - triazine and hydrazine hydrate with 4-aryl- 
l,3,7-triphenyl-«-oxa-l,2,6-triBzaspiro[4.4lnona-2,6-dlen-9- ones gave the corresponding 
heterocyclic carbohydrazides. Conversion of some of the later compds. into the versatile 
carbohydrazide derive, and the related oxadiazoles was undertaken. A primary in vitro 
test of one of the products (concentration 10-4 M) showed activity against leukemia cell 

lines (CCRF-CEM. K-256, MOLT-4, PRMI-B226, SR) . 

■'SiJ'.i7.«,«- 

RL; PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); RACT (Reactant 
or reagent) 

(preparation of heterocyclic carlwhydrazides and related compds. as 
potential anticancer agents) 
752257-66-2 HCAPLUS 

iH-Pyrazole-s-carboxylic acid, 5- (bensoylamino) -4, 5-dihydro-l, 3,4- 
triphenyl-, hydrazide (sci) (CA INDEX NAME) 



CORPORATE SOURCE: 



PUBLISHER i 

DOCUMENT TYPE: 
LANGUAGE : 

OTHER SOURCE (S) 
AB 



o 

7^NH-C-Ph 



752257-64- OP "52257 • 65- IP 752257.«S-4? 
75£257.6fi-5P 752257-70-aP 

RL: SPH (Synthetic preparation) ; PREP (Preparation) 

(preparation of heterocyclic carbohydrazides and related compds. as 

potential anticancer agents) 
752257-64-0 HCAPLUS 

lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino)-4,S•dihydro-l,3,4• 
triphenyl-, 2-(E,6-diphenyl-l,2,4-trlasin-3-yl)hydrazide (9CI) (CA INDEX 

NAME) 



RN 752257-65-1 HCAPLUS 

CN IH-Pyrazole-S-carboxylic acid, 5- (benzoylamino) -4, s-dihydro-4- (2- 

methoxyphenyl) -1,3-diphenyl-, 2- (5. 6-diphenyl-l, 2,4* triazin-3-yl) hydrazide 
(9CI} (CA INDEX NAMB) 




Ph 



IT 752257.67.jp 



RN 752257-68-4 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4 , 5-dihydro-4- (2- 

methoxyphenyl) •1,3-diphenyl-, 2- ( (phenylamino) thioxomethyllhydrazide (9CI) 



(CA INDEX NAMB) 




RN 752257-69-5 NCAPLUS 

CM Benzanide, N- |5- U.5-dihydro-5-thioxo-l.3,4-oxadiazol-2-yl)-4,s-ditiydro- 
i.3.4-triph8nyl-iH-pyrBzol-5-yll - oci) (CK index name) 



14/98 



Robert HqYTiq 



Ureas of S-aminopyrazole and 2-aminothiazole emerged ae lead compds. from a high- 
throughput screen assaying the growth of staphylococcus aureus, structure-activity 
relationships were developed for each compound series, several compds. were also tested 
for activity against drug resistant strains of s. aureus in vivo. 
■t3ai42-7S-i n36242-'J6-? 43D24i-n-4 
438242-92-3 *iSt3'£>&'4^'^ «5C25e-47-B 
«S«25«-44-« «SC>2S«-4S-0 

KLi PAC (Pharmacological activity); BIOL (Biological study) 

(ureas of s-aminopyrazole and 3-aminothiazole inhibit growth of 
gram-poa. bacteria) 

43S24 2-75-2 HCAPLUS 

Orea, H- (4-chloro-3- (trifluoronethyDphenyll -»'- [3-phenyl-l- (4- 
(triCluoromethyl)phenyll-lH-pyrazol-5-yl)- {»«) (CA IMDSX NAMB) 




752257-70-8 HCAPLUS 

Benzamide, N- [S- (4, s-dihydro-s-chioxo-l, 3 ,4-oxadiazol-2-yl) -4 , 5•dihydro•4- 
(2-lllethoxyphe^yl) -l.S-diphenyl-lH-pyrazol-S-yll • (9CI) (CA INDEX NAM8) 



438243-76-3 HCAPLUS 

Urea, H- [3, S-biaitrifluoromethyl) phenyl} -n*- (3-phenyl-l- {4 - 
(trifluoroinethyl)phenyl]-lH-pyrazol-5-yl)- (9CI) (CA INDEX l 



RB7BRENCB COUNT t 

LS ANSWER 3 OF 92 
ACCESSION NUMBER i 

DOCUMENT NUMBER! 
TITLE: 

AUTHOR (S) ; 

CORPORATE SOURCE: 

SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANOUAQE: 



22 THERE ARB 22 CITED RBFBRENCBS AVAILABLB FOR THIS 
RECORD. ALL CITATIONS AVAILABLB IN THE RB FORMAT 

HCAPLUS COPYRIGHT 2007 ACS OH 8TN 
2003:928892 HCAPLUS Full -text 
140:156733 

Ureas of 5-aminopyrazole and 2-aminothlazole inhibit 
growth of gram-poBitive bacteria 
Kane, John L.> Hirth, Bradford H.; Liang, Beirong; 
Gourlie, Brian B.i Nahill, Sharon; Barsomian, Gary 
Genzyme Drug Discovery and Development, oenzyme corp., 
Cambridge, MA, 02139, USA 

Bioorganic k Medicinal Chemistry Letters [2'}03 

), 13(24), 4463-4466 

CODEN: BMCLE8; ISSN; 0960-894X 

Elsevier Science B.v. 

Journal 

English 



RN 438242-77-4 HCAPLUS 

CN Urea, N- (3,5-dichlorophenyl) -N*- (3-phenyl-l- (4- (trifluoro«ethyl) phenyl] -IH- 
pyrazol-5-yl1- (9CI) (CA INDEX NAME) 



RN 438242-92-3 HCAPLUS 



10^22^ 



CN Urea, H- (1- (4-chlorophenyl) -s-phenyl-lK-pyrazol-S-yl] -H'-(3,5- 
dichlorophenyl) - (9CII (CA INDEX NAME) 



Cl 



RN 656256-42-7 HCAPLUS 

CN Urea, N- (3 , 5-dimethylphonyl) -N- - (3-phenyl-l- (4- (trif luororaethyDphenyll -IH- 
pyrazol-5-yl}- (9CI) (CA INDEX NAMB) 



RN 656256-43-8 HCAPLUS 

CN Urea, N- (2-chloro-4- (trif luoromethyDphenyl] -N'- (3-phenyl-l- (4- 
(trif luoromethyDphenyl] -lH-pyrazol-5-yl] - (9CI} (CA INDEX NAME 



0 .<sf-^^^ 



RN 6562S6-44-9 HCAPLUS 

CN Urea, H- (a-methylphenyl) -N< - l3-phenyl-l- (4- (trif luoromethyDphenyl] -IH- 
pyrazol-5-yl)- (9CI) (CA INDEX NAME) 



5 ... 

^^nhJ-nhIQ 



RN 656356-45-0 HCAPLUS 

CN Urea. N- [1. 1 • -biphenyl] -2-yl-N' - (3-phenyl-l - (4- (trif luoronethyDphenyll -IH- 
pyrazol-s-yl] - (9CI) (CA INDEX NAME) 



REFERENCE COUNT) 



THERE ARB IS CITED RBFBRENCBS AVAILABLB FOR TO 18 
ALL CITATIONS AVAILABLB IN THE RB FORMAT 



ANSWER 4 OP 92 HCAPLUS COPYRIGHT 2007 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE t 



PATENT ASSIGNEE (S) : 
SOURCE I 

DOCUMENT TYPE; 
LANGUAGE : 
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He report on the structure-activity relationships (SAR) of 1- (S-tert-butyl-2-p-tolyl-2H- 
pyrazol-3-yl> -3- (4- (2-fflorpholin>4-yl- ethoxy)naphthalen- l-yl1urea (BIRB 796} , an 
inhibitor of p3 8a MAP kinase which has advanced into human clin. trials Cor the treatment 
of autoimmune diseases. Thermal denaturation was used to establish mol. binding 
affinities for this class of p38a inhibitors. The tert-Bu group remains a critical 
binding element by occupying a lipophilic domain in the kinase which is exposed upon 
rearrangement of the activation loop. An aromatic ring attached to N-2 of the pyrazole 
nucleus provides important X-CK3 interactions with the kinase. The role of groups 
attached through an ethoxy group to the 4-poflition of the naphthalene and directed into 
the ATP- binding domain is elucidated. Pharmacophores with good hydrogen bonding 
potential, such as morpholine, pyridine, and imidazole, shift the melting temperature of 
p38a by li-iT translating into Kd values of so-ioo pM. Finally, we describe several 
compds. that potently inhibit TNF-a production when dosed orally in mica. 
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A pharmaceutical tablet is provide compriaing a core and a coating adherent thereto, 
wherein (a) the core comprises solid particles of a water-soluble dye distributed in a 
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A pharmaceutical tablet is provided comprising an intraorally disintegratable core and an 
excipient coating adherent thereto, wherein the coating comprises gellan gum. The tablet 
is suitable for intraoral administration, for example for delivery of a drug contained in 
the core of the tablet to a subject, at least in part by absorption of the drug via oral 
mucosa of the subject. 
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The invention relates to novel substituted halophenyl inhibitors of P-aecretase (II, Rl - 
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The title compda. AriNHCi i X) NHAr2l-Q lArl - pyrazolyl, pyrrolyl, imidazolyl, etc.j Ar2 - 
Ph, naphthyl, quinolyl, etc.; L - alkylene wherein one or more methylene groups are 
opuionally replaced by o, N or S; Q - Ph, naphthyl, pyridyl. etc.; x - o, s) , useful for 
treating diseases involving inflammation such as chronic inflammatory diseases, were 
prepared E.g., a multi-step synthesis of I, starting from He 2,3-dimethyl-3- 
hydroxypropionace. was given. Representative title ureas showed icso of < 10 fiH against 
TNF production in THP cells. 

LOS-VCJ-Sl- .»? I8£Sie3-84-3P 

RL: PAC (Phannacological activity)} SPN (Synthetic preparation)] THU 
(Therapeutic use); BIOL (Biological study)} prep (Preparation); uses 

(usca) 

(preparation of 1- (pyrasol-3-yl)-3* (l-naphthyDureas as antiinflammatory 

agents) 
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Urea, N- (3- (l-nsthylcyclohexyl) -l-phenyl-lH-pyrazol-5>yll-N>- (4- [2- (4- 
morpholinyDethoxy] -l-naphthalenyl|- (9CI) (CA INDEX NAME) 
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Method of creating cytolcine mediated diseases using 
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A method of treating lung inflammation, endometriosis, behcet's disease, uveitis. 
an)cyloslng spondylitis, pancreatitis, cancer, percutaneous transluminal coronary 
angioplasty, alsheiner's disease, traumatic arthritis, sepsis, chronic obstructive 
pulmonary disease, and congestive heart failure comprises administration of 
ArlKHC( iX)NHAr2LQ (Arl - (substituted) pyrrolyl, pyrrolidinyl , pyrazolyl, imidazolyl, 
oxazolyl, thiazolyl. furyl. thienyl; Ar2 - (substituted) Ph, naphthyl, quinolinyl, 
laoquinolinyl, tetrahydronaphthyl , tetrahydroiaoquinolinyl , benzimidazolyl , benzofuryl, 
indanyl, indolyl, etc.; L - (o- , s-. or N- interrupted) (unaatd.) (substituted) alltylene; 
0 ■ (substituted) Ph. naphthyl, pyridyl, pyrimidinyj, imidazolyl, tetrahydropyranyl , 
tetrahydrofuryl, dioxanyl, alkoxy, amino, etc.; X - o, s} . Thus, S-amino-a-tort-bucyl-l- 
(4-methylphenyl)pyrazole was stirred with COC12 and NaHC03 in PhMe/CH2C12 at 0-5* for IS 
mln. The organic residue was stirred overnight with l-anlno-4- (4- 
pyridinylmethoxy) naphthalene dihydrochloride (preparation given) and 
diisopropylethylanine in thf to give title compound (I). Representative title conpds. 
inhibited TNF production in THP cells with IC50<10 iiM. 
jes383-si -dr- ^«'53e3-a4-sp 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(method of treating cytokine mediated diseases using pyrasolylureas) 

285983-51-9 HCAPLUS 

Urea, H- 13- (l-methylcyclohexyl) -l-phenyl-lH-pyrazol-5-yll-N>- t4- (2- (4- 
morpholinyl)ethoxyl-l-naphthalenyl)- (SCl) (CA INDEX NAME) 



PAOB 1-A 




RLt THU (Therapeutic use)* BIOL (Biological study) 7 USBS (Uses) 

(method of treating cytokine nediated diseases using pyrasolylureas] 
285903-96-2 KCAPM7S 

Urea, N- O-cyclohONyl-l-phenyl-lH-pyrasol-s-yl) -N' • [4- [2- (4- 
morpholinyDethoxy] -l-naphthalenyll - (9CI) (CA XHDSX name) 
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RN 285983- 94- e HCAPLUS 

CN Urea, N- (3-cyclohexyl-l-phenyl-lK-pyrazol-5-yl) -N* - (4- (2- (4- 
morphoUnyDethyl] -l-naphthalenyl] - (9CI} (CA index hake) 
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descriptors 
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Teresa; Dias-villanueva, Hladiiniror Medina- Casanayor, 
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Faculty of Pharmacy, Department of Physical chemistry, 
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Journal of Molecular Graphics f, Modelling ( 

20t>3>, 2X(5), 37S-390 
CODBNt JMOMFI; ISSNi 1093-3263 
Elsevier Science inc. 
Journal 
Engl ieh 

The aim of the work was to diacriniinato between antibacterial and non-antibacterial drugs 
by topol . methods and to select new potential antibacterial agents from among new 
structures. The method used for antibacterial activity selection was a linear 
discriminant anal, (LDA) . It is possible to obtain a OSAR interpretation of the 
information contained in the discriminant function. He make use of the Pharmacol, 
distribution diagrams (PDDs) as a visualizing technique for the identification and 
selection of new antibacterial agents. 
r.Qi'.")- 20-1 , Difenamizole 

RL: PAC (Pharmacological activity); thu (Therapeutic use); BIOL 
(Biological study); uses (Uses) 

(discrimination and selection of new potential antibacterial compds. 

using simple topol. descriptors) 
20170-20-1 HCAPLUS 

Propanam ide , 2 - (d ime thy lamino) • N - ( i , 3 - d ipheny 1 • IH - pyrazo 1 • 5 • yl ) • ( 9Ci ) 
(CA INDEX NAME) 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

iB Pyrazole compds.. e.g. I. as well as bis pyrazole-lH-pyrazole intemediate compds. e.g. 
II, were prepared The compds. are useful in pharmaceutic conpns. for treating diseases 
or pathol. conditions involving inflammation such as chronic inflammatory diseases. All 
prepared compds. had icso c lo mM for inhibition of TNFa in lipopolysaccharide stimulated 
THP cells. 

T 2&f sej-si-DP :36sat)-ei-3P 

RL! PAC (Pharmacological activity); SPN (Synthetic preparation), THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of pyrazole compds. and bis pyrazole- IH-pyrazole intermediates 
as antiinflammatory agents) 
IN 285983-51-9 HCAPLUS 

W Urea, N- 13- (l-methylcyclohexyl) - l-phenyl-lH-pyrazol-5-yl) -N" - (4- |2- (4- 
morpholinyDethoxyl -l-naphthalenyll- (9CI) (CA INDEX NAME) 
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The invention provides methods of promoting healing through enhanced regeneration of 
tieaue (e.g. hard tissue or soft tissue} by contacting the tissue or the surrounding 
tissue with an antiinf lanmatory agent, preferably in a controlled- release form, e.g. by 
dispersing the agent through a polymer matrix, appending the agent to a polymer backbone, 
or incorporating the agent directly into a biodegradable polymer backbone. These methods 
are useful in a variety of dental and orthopedic applications. Expts. are presented 
which demonstrate that implantation of a film comprising an aromatic polyanhydride that 
hydrolyzes to form a therapeutically useful ealicylats resulted in less swelling in 
tissues adjacent to the film and a decrease in the d. of Inflammatory cells as compared 
to other polyanhydride films. Preparation of e.g. poly { 1 , 6-bis (o-carboxyphenoxy) hexane) 
is described. 
20170-20-1, Di f enamizole 

RLi PAC (Pharmacological activity) r THU (Therapeutic use); biol 
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(antiinflammatory conpns. and methods Cor therapy through enhanced 

tissue regeneration) 
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Propanamide, 2- (dimethylamino) -H- (l,3-diphenyl-lH-pyrazol-5-yl) - (9CI) 
(CA INDEX NAME) 
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RN 43834 2-77-4 HCAPLUS 

CN urea , N- (3 , 5 -dichloropheny 1 ) - H ' - 13 -phenyl - 1 - [4 - (trifluoromethy 1 ) phenyl ] • IH- 
pyrazol-5-yl]- (901) (CA INDEX name) 



The compound of the formula I (Rl - substituted aryl, (un) substituted arylalkyl, alkyl, 
perfluoroalkyl , heteroaryl, carboxy, carboxamido. amino or alkoxycarbonyl or heteroaryl; 
R2 and R3 are each, independently - H, (un) substituted, linear, cyclic or branched allcyl, 
aminoalkyl, arylalkyl, heteroarylalkyl , heteroarylcarbonyl , alkylldene group, or together 
form :N-OH> R4 - (un) Substituted Ph group] were prepared as antibacterial agents. Thus, a 
solution of Et benzoylacetate , 3 , 5-dichlorophenylhydrazine hydrochloride and p- 
toluenesul f onic acid monohydrate in ethanol was heated at reflux for 24 h. to give 0.174 
g of the 2 - ( 3 , 5-dichlorophenyl ) - 5 -phenyl - 2, 4-dihydro-pyrazol-3-one, which showed MIC 
(minimal inhibitory concentration) « 0.122 ^g/mL for Streptococcus aureus bacteria. 

'?3«>42-75-;:V 4.lea4:i-7*-3P 4j824S-7;.4P 
43?;;4 2- -"fc-SP 42S24£-7S»-6P 43H24^-tO-*P 
.J .18^42- 91 4.1ftJ42-*2-lP 43624J-88-7P 
4?3Z41-91-1P 439243-C>e-4E 

RL: PAC (Pharmacological activity); SPN {Synthetic preparation); THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of pyrazole derivs. as antibacterial agents) 
438242-75-2 HCAPLUS 

Urea, N- l4-chloro-3- (trif luoromethyDphenyl] -N' - t3-phenyl- 1- [4- 
(trlf luoromethyDphenyll -lH-pyrazol-5-yll - (9CI) (CA INDEX NAME) 
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CN Urea, N- (3 , 5-bis (trif luoromethyl) phenyl) -N' - [3- (3-chlorophenyl) -1- (4- 
(trifluoromethyl) phenyl] -iH-pyrasol-S-yl) - (9C1) (CA INDEX NAME) 
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R9bfilH»vl»n 



iO/872.772 





43 824 2-80-9 HCAPLUS 

Uroa, N- |3,5-bls{trifluoroinethyl)phenyl]>N'- [3-13- (trlf luoromechyDphenyl] - 
1- [4- {trifluoromethyllphenyll-lH-pyrazol-S-yl)- (9CJ) <CA index NAME) 



43824 2-81-0 HCAPLUS 

Urea, N- (3 , 5-bis (triCluoromethyl)phenyl) -N' • l3-(4- 

(triCluoromeChoxy) phenyl] -l- I4- (trifluoronethyltphenyll'lH-pyrazol-s-yll - 
<9CZ) {CA INDEX NAME) 




438242-88-7 HCAPLUS 

Urea, N- [3 , 5-bis{trlf luoronetliyDphenyl] -N' - (3- [4- (4- 

morpholinylraethyl) phenyl) -l- (4- <trif luoroiaethyDphenyl] -lH>pyrazol-S-yl) • 
(SCI) (CA ZHDBX NAME) 
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SOURCE: Journal of Chemical Information and Computer Sciences 

(20u:3). 42(4), 869-871 
CODEN: JCISD8; ISSN: 0095-2338 

PUBLISHER: American Chemical Society 

DOCUMENT TYPE; Journal 
LANGUAGE t English 

AB The aim of this study was to develop a simple quant, structure-activity relation (QSAR) 
for the classification and prediction of antibacterial activity, to enable in silico 
screening. To this end a database of 661 compda., classified according to whether they 
had antibacterial activity, and for which a total of 167 phyalcocham. and structural 
descriptors were calculated, was analyzed. To identify descriptors that allowed 
separation of the two classes (i.e. those compds. with and without antibacterial 
activity), anal, of variance was utilized and models were developed using linear 
discriminant and binary logistic regression analyses. Model predict Ivity was assessed 
and validated by the random removal of 30% of the compds. to form a test set, for which 
predictions were made from the model. The results of the analyses indicated that six 
descriptors, accounting for hydrophobicity and inter- and intramol. hydrogen bonding, 
provided excellent separation of the data. Logistic regression anal, was shown to model 
the data slightly more accurately than discriminant anal. 

IT ;:r.iv')-2f»-i 

RL; PAC (Pharmacological activity) i BIOL (Biological study) 
(structure -based classification of antibacterial activity) 
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Ne report on a series of N-pyrazole, N*-aryl ureas and their mode of binding to p3a 
mitogen activated protein )tlnase. Importantly, a key binding domain that la distinct 
from the ATP (ATP) binding site is exposed when the conserved activation loop, consisting 
in part of Aapl6e-Phel69-alyi70, adopts a conformation permitting lipophilic and hydrogen 
bonding interactions between this class of inhibitors and the protein. He describe the 
correlation of the structure-activity relationships and crystallog. structures of these 
inhibitors with p3e. in addition, we incorporated another binding pharmacophore that 
forms a hydrogen bond at the ATP binding site. This modification affords significant 
improvements in binding, cellular, and in vivo potencies resulting in the selection of 
Compound 45 (BIRB 796) as a clin. candidate for the treatment of inflammatory diseases. 
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High- throughput screening (HTS) of compound libraries is used to discover novel leads for 
drug development. When a structure is available for the target, computer-based screening 
using mol. docking may also be considered. The two techniques have rarely been used 
together on the same target. The opportunity to do 90 presented itself in a project to 
discover novel inhibitors for Che enzyme protein tyrosine phosphatase- IB {PTPIB) , a 
tyrosine phosphatase that has been implicated as a key target for type II diabetes. A 
corporate library of approx. 400 OOO compde. was screened using high- throughput exptl. 
techniques for conpds. chat inhibited PTPlB. Concurrently, mol. docking was used to 
screen approx. 23$ ooo com. available compds. against the X-ray crystallog. structure of 
PTPlB, and 365 high-scoring mols. were tested as inhibitors of the enzyme. Of approx. 400 
000 mols. tested in the high- throughput exptl. assay, 85 (0,021%) inhibited the enzyme 
with IC50 values less than 100 ^M; the most active had an IC50 value of 4.2 mM. Of the 
365 mols. suggested by mol. docking, 127 (34.8%) inhibited PTPlB with IC50 values less 
than 100 iiHi the most active of these had an IC50 of 1.7 nM. structure-based docking 
therefore enriched the hit rate by 1700-fold over random screening. The hits from both 
the high- throughput and docking screens were dissimilar from phosphotyrosine, the 
canonical substrate group for PTP1B« the two hit lists were also very different from each 
other. Surprisingly, the docking hits were judged to be more druglike than the HTS hits. 
The diversity of both hit lists and their dissimilarity from each other suggest that 
docking and HTS may be complementary techniques for lead discovery. 
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Title compds. [1/ Rl - alkyl; R2 - cycloalkyl, alkyl; R3 - alkylj R4 - NHS02R5, 
N(S02R6)S02R7, etc . ( R5, R6, R7 - (Substituted) vinyl, alkyl, aryl; or R5 - quinolyl, 
(substituted) heteroaryl, etc.), were prepared as phosphodiesterase i and 
phosphodiesterase V inhibitors (no data). Thus, 2- (5-amino-2-ethoxyphenyl) -5-methyl-7- 
cyclopentyl-3H-imidazo[5, 1- f] {1,2,4} triazin-4-one (preparation given) in thf was treated 
at 5* with 4-morpholinocarbonyl chloride in THF followed by stirring overnight at room 
ttnnperature to give 98% 2- (2-ethoxy- 5- (4-morpholinocarbonylamino) phenyl) -5- methyl-7- 
cyclopentyl- 3H- imidazo [s, l- f ) [1,2,4] triazln-4-one . 
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Methods of promocing healing through enhanced regeneration of tissue (e.g. hard tissue or 
soft tissue) by contacting the tissue or the surrounding tissue with an ant i inflammatory 
agent are useful in a variety of dental and orthopedic applications. Thus. polyH.e- 
bis (o-carboxyphenoxy)hexanel was prepared in a series of steps by the treatment of 
salicylic acid with 1, 6-dibromohexane, and polymerization of the resulting l,6-bis(o- 
CBrboxyphenoNy)hexane. The polymer was characterized by glass transition temperature 
measurements and then subjected to compression molding. 
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01 
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20000727 
20011024 

BS, FR, GB, 

RO 
20011030 
20020628 
20031128 
20021015 
200S0815 
20031125 
20060705 
20031227 
20040226 
20040528 
20041221 
20030811 
20011225 
200S0304 
20030210 
20011211 
20020530 
20030114 
20020131 
20061130 
20020B31 
20010718 



CA 1999-3352S24 19991209 • 

EP 1999-960668 19991209 . 

GR, IT. LI, LU, NI,, SB. MC, PT. 



BR 1999-16930 
HU 2002-1406 



BE 2001-376 
JP 2000-594800 



RU 2001- 
AU 2000- 
NZ 1999 
TR 2001- 
TW 2000- 
US 2001- 
IN 2001- 
ZA 2001' 
US 2001 
US 2001' 



122111 

17522 

513525 

200102072 

89100638 

8715S9 

MN642 

4656 

891579 

891020 



BO 2001-105653 

HR 2001-S16 
NO 2001-3559 
US 1999-116400P 
HO 1999-US29165 
US 2000-484638 
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19991209 <-- 
19991209 <•• 

19991209 <-- 

19991209 <-- 

19991209 <•- 
19991309 
19991209 
19991209 
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20010531 <- 
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3000:513688 HCAPLUS Full -text 
133:120325 

Preparation of aromatic heterocyclic ureas as 
anciinf lammacory agents 

cirillo, Pier v.t Gilmore, Thomas A. i Hickey, Eugene 

R.; Regan, John R.; Zhang, Lin-Hua 

Boehringer Ingelheim Pharmaceutical a. Inc., USA 

PCT Int . Appl . , 96 pp. 

CODENi PIXXD2 

Patent 
English 



X L" 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



HO 2000043384 Al 20000727 HO 1999-US29165 19991209 e 

Hi AB, AU, BG, BR, BY, CA, CN, CZ, EB, HR, HU. ID, IL, IN, JP, KR, 

KZ, LT, LV, MX. NO, NZ, PL, RO. RU, SG, SI. SK, TR, UA, UZ, VN. 
YU. ZA 



The title compda. (1/ Arl - {un) substituted pyrrole, pyrrolidine, pyrazole, etc.; Ar2 - 
(un) substituted Ph, naphthyl. quinoline, etc.) L - (un) saturated (un) substituted carbon 
chain wherein one or more methylene groups are optionally replaced by o, N, or S/ o - 
(un) substituted Ph, naphthyl, pyridinyl, etc.), useful in phaxnaceutic conpns. for 



ifflSZiZZS §1/98 Robert HqvMn 

treating diseases or pathol. conditions involving inflammation such as chronic 
inflammatory diseases, vrere prepared E.g., a multi-step synthesis of the urea II was 
given. Representative compds. I were evaluated and showed ICSO of < 10 ^M against TNF 

production in THP cells. 

IT Z'^l-'^i'-'-Vl-'t? 7.^'3?^,i- I'-i-aV 2S5;>V?-,7f-2F 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ( SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); uses (Uses) 

(preparation of aromatic heterocyclic ureas as antiinflammatory agents) 

RN 285983-51-9 HCAPLUS 

CN Urea, N- [3- (1-methylcyclohexyl) -l-phenyl-lH-pyrazol-5-yl] -N* - (4- (2- (4- 
morpholinyDethoxyl-l-naphthalenyl)- (9CI) (CA INDEX NAME) 



IRol^frf Hsvliq 





o 



RN 28 5983-96-2 HCAPLUS 

CN Urea, N- O-cyclohexyl-l-phenyl-lH-pyrasol-S-yl) -H* - (4- (2- (4- 
morpholinyDethoxy] -1-naphthalenyl) - (9cx) (CA index name) 



285983-84-8 HCAPLUS 

Urea. N- (3-cyclohexyl-l-phenyl-lH-pyrozol-5-yl) -N' - (4- (2- (4- 
morphol inyl) ethyl) -1-naphthalenyl] - (9CI) (CA INDEX NAME) 




I0/S72.772 



Rolpcil Hgylin 



Robert Havlin 



h 

CH2 
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2000 8457057 HCAPLUS Full -text 
133:58801 

Preparation of amlnopyrasole derivatives as p36 
mitogen -activated protein (p38MAP) kinase inhibitors 
Minami, Nobuyoahi; Sato, Michitakaj Hasutni, Koichi; 
Yamamoto, Norioj Keino. Katsuyuki; Matsui, Teruaki; 
Kanada, Arihiroi Ohta, Shujij Saito, Takahisa; Sato, 
ShuichirOf Asagarasu, Akira; Doi, Sacoshif Kobayashi , 
Motohiro; Sato, Jun; Asano, Kajime 
Teikoku Hormone Mfg. Co., Ltd., Japan 
PCT Int. Appl. , 111 pp. 
CODENt PIXXD2 
Patent 
Japanese 



PATENT NO. 

NO 2000039116 

H: AU, CA, CN, 
RN: AT, BE, CH, 
PT, SB 
CA 2356263 
BP 3142690 
BP 1142090 

Ri AT, BE. CH, 
IB, PI 
AU 76S493 
AT 3011 l« 
BS 2244231 
US €511997 
PRIORITY APPLN. INFO.; 



KIND DATE 



APPLICATION NO, 



19991221 <- 



Al 20000706 HO 1999-JP71B6 
JP, KR, US 

Cy. DB, OK, B8, FX, FR, G8, GR, IB, IT, LU, MC, NL, 



OS, 



20000706 
20011010 
20050S03 
DK, BS. FR, 



CA 1999-2356263 
EP 1999-959946 



19991221 . 
19991221 . 



OB, GR, IT, LI. LU, NL, SE, MC, PT, 



B2 20030918 

T 30050815 

T3 20051201 

Bl 20030128 



AU 2000-16911 
AT 1999-959946 
BS 1999-959946 
US 2001-869051 
JP 1998-371094 
NO 1999-JP7186 



E(S) : 



19991221 . 

19991221 

19991221 

30010622 

19981225 

19991221 



MARPAT 13 3 158801 



Aminopyrazole derivs. represented by general formula (I) or salts thereof (wherein XI and 
X2 are each hydrogen or halogeno. or alternatively Xl and X2 may bo united to form lower 
alkylenedioxy; Q is pyridyl or quinolyl; Rl is hydrogen or optionally substituted lower 
alkyl or arylj R2 is hydrogen, lower alkyl, or aralkyl; R3 is hydrogen, an organic 
Bulfonyl group, or -C(:Y)-R4; R4 is hydrogen or an organic residue; and Y is oxygen or 
sulfur, with the proviso that when R3 is hydrogen, ri is not hydrogen and R2 la hydrogen! 
are prepared These compds. exhibit excellent pssMAP kinase Inhibiting accivicies and are 
useful in the prevention or treatment of diseases related to tumor necrosis factor a, 
incerleukin 1, interleukin 6 or cyclooxygenase II. Theae diseases include chronic 
articular rheunatisn, nultiple sclerosis, osteoarthritis, psoriasis, RIV. asthma, septic 
shock, inflammatory enteric disease, Crohn's disease, Alzheimer's disease, diabetes, 
cachexia, osteoporosis, graf t- vs . -host disease, adult respiratory distress syndrome, 
arterioacleroeis, gout, glomerulus nephritis (glORierulonephrltis) , ischemic heart 
failure, ulcerative colitis, septicemia, cerebral malaria, restenosis, hepatitis, 
systemic lupus erythematosus, thrombosis, bone resorption disease, chronic pulmonary 
inflammation disease, heart or kidney reperfusion disorder, cancers, Reiter's syndrome, 
imminent abortion, eczema, homograft rejection, seizure, fever, Behcet's disease, 
neuralgia, meningitis, sunburn, contact dermatitis, acute synovitis, myelitis, muscle 
degeneration, neovascularization, conjunctivitis, psoriatic arthritis, viral myocarditis, 
pancreatitis, blastoma, bleeding, arthritis, endotoxin shock, parasitic infection, 
tuberculosis, myocardial infarction, Hansen's disease, diabetic conjunctivitis, irritable 
bowel syndrome, transplant rejection, burn, bronchitis, ischemic heart disease, 
eclampsia, pneumonia, remission of swelling, low back pain (lumbago), myelitis, 
pharyngolaryngitis, Kawasaki disease, or atopic dermatitis. Thus, 306 mg Et3N was added 
to a suspension of 254 mg 3-amino-S- (4-f luorophenyl) -4- (4- pyridyl )pyrazone in 20 mL THP, 
followed by adding dropwise a solution of 464 mg phenylacetyl chloride in S mL THF, and 
the resulting mixture was stirred at room temperature for 3 h to give 33% 5-<4- 
f luorophenyl) -3-phenylacetylanino-4- (4 -pyridyl) pyrazole (II). IIand5-(2- 
chlorophenylBcetylanino) -3- (4- fluorophenyl) -l-methyl-4- (4-pyridyl)pyrazole showed ICSO 
of 0.042 and D. 0000088 iig/mL against p38MAP kinase. 

2TJ-747-50-5P >T»74';..5i-.f,»t» 2-f-»74').73-«P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) J SPN (Synthetic preparation)/ THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of aminopyrazole derivs. as p38MAP kinase inhibitors for 
treatment of prevention of diseases related to tumor necrosis factor 
a, interleukin 1, interleukin 6 or cyclooxygenase ID 

277747-50-9 HCAPLUS 

Benzeneacetamide, 3-chloro-N- {3- {4-f luorophenyl) -l-phenyl -4- (4-pyridinyl} - 
lH-pyrazol-5-yl] • {9CI} (CA INDEX NAME) 



Ro^cilHaYlin 10/572.772 Sm Robert HBylin 



6 6 



RN 377747-51-0 HCAPLUS 

CN Benzeneace tarn ide , N - (3 - ( 4 - f luorophenyl ) - 1 - phenyl -4-(4-pyridinyl)-lH- 
pyrazol-5-yl)-o(-methyl- (9CI) (CA index NAME) 
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277747-73-6 HCAPLUS 

Benzeneacetamide, 2-chloro-N- [3- (4 - f luorophenyl) •l-phenyl-4- (4-pyridinyl) - 
iH-pyrazol-Syl] -N-methyl- (9CI) (CA INDEX NAME) 
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1999:699078 HCAPLUS Full-text 
131:317778 

Phosphate derivatives for treatment of nephritis 

Miyata, Kazuyoshi; Tsuda, Yoshihiko; Koji, Yasuo; 

Kuroki, MorihisB; Sakai, Yasuhiro; Mukai, Kiyoshi; 

Hashimoto, Kinjii Kori, Hideaki 

Ohtsuka Pharmaceutical Co.. Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 19 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



PATENT NO. 



KINO DATE 



APPLICATION NO. 



DATB 



JP 11302177 
PRIORITY APPLN. INFO. 
OTHER SOURCE (3) : 

Phosphate derive. 



A 19991102 JP 199B-116645 19980427 

JP 1998-116645 19980427 

MARPAT 131:317778 

(Markush's structures given) are claimed for treatment of nephritis. 



The derivs. inhibited mesangium cell proliferation in vitro. Examples of tablets, 
capsules, and granules were formulated. 

RL: BAC (Biological activity or effector, except adverse)} BSU (Biological 
study, unclasaif led) ; THU cnierapeutic use); BIOL (Biological study); USES 

(Uses) 

(phosphate derivs. for treatment of nephritis) 
169293- 99-6 HCAPLUS 

Phosphonic acid, ( (4- ( { {l,3-diphenyl-lH-pyrazol-S- 



Robert Havlin 



yl } amino] carbonyl] phenyl) me chy 1] diethyl ester (9CI) (CA INDEX NAME) 
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Robert Havlin 
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HCAPLUS COPYRIGHT 2007 ACS an 8TN 
1999:311X99 HCAPLUS Full -text 
130:325145 

Preparation of aromatic heterocyclic compcunda as 
antlinflamnatory agents 

Regan, John R.^ cirillo, Pier P.j Kickeyi Bugene R.i 
M098, Neil; cywin, Charles L.i PargelUs, Christopher; 

Gilmore, Thomas A. 

Boehringer Ingelheira Pharmaceuticals, Inc., USA 
PCT Int, Appl., 87 pp. 
CODBNj PIXXD2 

Patent 
English 



KIND DATE 



APPLICATION NO, 



WO 9923091 Al 19990514 HO 1998-US22907 

Nt AU, BG, BR, BY, CA, CN, CZ, HR, HU, ID, IL, JP, KR, 

MX, NO. NZ, PL, RO, RU, TR, UA, UZ. VN, YU 

RH) AT, BB, CH, CY, DB, DK, ES, PI, PR, OB, OR, IB, IT, 



19981029 . 
KZ, LT, LV, 



CA 3308428 
AU 9913675 

US 60B0763 
BP 1028953 

R: AT, BE, CH. 
IE, FX 
JP 2001521934 
BP 1473292 

R: AT, BE. CH, 
IB, FI, CY 
US C228S81 
US 2001039290 
PRIORITY APPLN. INFO. : 



Al 19990514 CA 1998-2308428 
A 19990524 AU 1999-13S75 

A 20000627 US 1998-181743 

Al 20000823 BP 1998-957405 
DE, DK. ES, PR, GB. GR. IT, LI. LU, NL, 

T 20011113 JP 2000-518962 

Al 20041103 BP 3004-8840 
DB, DK, B3, FR, GB, GR, IT, LI, LU, NL, 



20010508 
30011108 



US 1999-461446 
US 2001-808084 
US 1997-64102P 
BP 199e-9$7405 
US 1998-181743 
HO 199B-US22907 
US 1999-461446 



19981029 . 
19981029 • 

19981029 • 
19981029 . 
B, MC, PT. 

19981029 < 
19981029 
B, MC, PT, 

19991314 « 
20010314 • 
P 19971103 
A3 19981029 
A3 19981029 
W 19981029 
A3 19991214 



OTHER SOURCE (St t 



HARPAT 130:325145 



Rt 

N— R» 

*Y_C' \ 



Pfi NH>CO-NH. 



'TOO 



The title compda. I [A - C, Nj B - C, N, O, etc., D - C, N, S; E - C, N; G - C, S, N; X • 
s, o, etc.; Y > NH, etc.; Rl - (un) substituted, (partially or fully halogenated) al)cyl, 
etc./ R2 is H, (partially or fully halogenated) aUyl, etc., when B is C or Ni R3 is Ph. 
naphthyl, etc., when D is C or Nt or R1R2 ■ fused Ph or pyrldlnyl ring; or R2R3 • fused 
Ph or pyridinyl ring; R4 is H, (partially or fully halogenated) alkyl when o is c or N; 
RS is ph, naphthyl, heteroaryl, etc.) are prepared I inhibit production of cytoKines 
involved in immunoregulation and inflammation such as interleukin- 1 and tumor necrosis 
factor. Pyrazole derivative li was prepared from phenyl hydra sine and 4 , 4 -dimethyl-3 • 
oxopentanenitrile . Compds. of this invention had ICSO < 10 against TNF production in 
an in vitro assay using THP cells. 

RLt BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (ITierapeutic use); 
BIOL (Biological study); PRBP (Preparation); USES (Uses) 

(preparation of aronatlc heterocyclic corapds. as antilnflamnatory agents) 

223724-97- B HCAPLUS 

Urea. N- [3- (l-methylcyclohexyl)-l-phenyl-lH-pyrazoI-5-yl)-N' -phenyl- (9CI) 

(CA INDEX NAME) 
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HCAPLUS COPYRIGHT 2007 ACS OH 8TN 
1999:126025 HCAPLUS Full -text 
1301 311726 

Acyl derivatives of 3- (p-aninophenyl) -S-aminopyrazole 

and its N(l) -substituted derivatives 

Nan. H. L.; Grandberg, I. I.; Sorolcin. v. I. 

Tiniryazevsk. Sel 'sliolchoz. A)cad., Russia 

Isvestiya Tiniryazevslcoi sel 'slco)thozyai8tvennoi 

Akademii (1999), (3), 201-21} 

CODBNt ITSAA7; ISSNt 0021- 342X 

izdatel'scvo MSKhA 
Journal 



LANGUAGE 1 

OTHER SOURCE (S) : 



Russian 

CA8RBACT 130t311736 



Robert Havlin 



AB Title compda. such as I (R - H, Me, Ph, o-tolyl. p-tolyl) were acylated on both primary 
amino groups. 

IT r.si54-7r.-»p 2?ssie-5;>-6P i235io-f.fi-of' 

2t:'5ie-C i-6f- 2235i?-c? -eE' 223513 -65-2^ 
22.3 518- 74 -i?P ?.r.3518-7«;-iP :,:.3 6lS-9Q-7p 
22:<518-tt5-2P 22iE18-87--lP 

RL: SPN (Synthetic preparation) ; PRBP (Preparation) 
(preparation of) 

RN 94254-75-8 HCAPLUS 

CN Acetamide, N- [3- (4- (acetylamino)phenyl) -l-phenyl-lM-pyrazol-S-yl) - (9CI) 

(CA INDEX NAME) 



60/98 



Robfrt Havlin 




RN 223518-55-6 HCAPLUS 

CN Benzamide, N- [3- (4- (benzoylafflino}phenyll -l-phenyl-iH-pyrazol-s-yl)- (9CI) 
(CA INDEX NAME) 



RN 223518-59-0 HCAPLUS 

CN Benzenesulfonamide, 2-chloro-N- ( [ [3- (4- [ ( ( [ (2- 

chlorophenyl ) aul f onyl) am ino] carbony 1 ] amino] phenyl 1 - 1 • pheny 1 - IH- pyrazol - 5 • 
yl)amino)carbonyl) - (9CI) (CA INDEX name) 



RN 223 518-63-6 HCAPLUS 

CN Acetamide, N- (4 - 15- (acetylamino) -1- (2-methylphenyl) -lH-pyrazol-3- 
yljphenyll- (9CI) (CA INDEX NAME) 



(IH ^ 



RN 323S1B-65-8 HCAPLUS 

CN Benzamide, N- (4- (5- (benzoylamino) - 1- (2-methylphenyl) -lH-pyrazol-3- 
yDphenyl}- (9CI) (CA INDEX NAME) 
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223518-69-2 HCAPLUS 
Benzenesulfonamide, 2>chloro>N- ( ( |4> [S- ( I [( (2- 
chlorophenyl ) sulfonyllamlnolcarbonyllainino) - 1' (2-i 
3-yl] phenyl! aminolcarbonyl] - (9CI» (CA INDEX ham 



Robert Haviln 



Bthylphenyl) -iH-pyrasol- 



m 



O 0 



Robert Haviin 



333516-80-7 HCAPLUS 

Bensenesulfonamide, 2-ctiloro-N- ( ( [4- (5- ( { [ ( (2- 

chlorophenyX) solfonyl) amino] carbonyl) amino} -1- {4 -mechylphenyl) - iH-pyrazol- 
3-yl] phenyl) amino) carbonyl] - (9CI} (CA INDEX NAME) 



o 0 



RN 223&18-74-9 HCAPLUS 

CH Acetamide, N- t4- (5- (acecylamino) -l- (4-mec.hylphenyl) •lH-pyrazol-3- 
yllphenyl]- <9CI) <CA INDEX NAME) 




RN 223&18-7S-1 HCAPLUS 

CN Benzamide, N- (4- (S- (benzoylamino) -1- (4*iiiethylphenyl) -lH-pyrazol-3- 
yllphenyll* (9CI) (CA index name) 



PAOB 2 -A 

RN 2235ie-85-2 KCAPLU9 

CN Benzenesulfonic acid, 5- [5' (acetylamino) -3- (4- (acecylamlnolphenyl) -IH- 
pyrazol-l-yl] -3-phGnoxy- (9CI) CCA INDEX NAME) 



SO}H 




63/98 



RN 223518-87-4 HCAPLUS 

CN Benzenesulfonic acid, 5- {5- (benzoylamino) -3 - (4- (benzoylaninotphenyl) 'IH- 
pyrazol-l-yl) •3-phenoxy (9CI} (CA INDEX NAME) 



Robert Haviin 



201139-26-6 HCAPLUS 

Benzoic acid, 4- 11- (4-nethoxyphenyl) -5- ( 0-pyridlnylcarbonyl)amlnol -IH- 
pyrazol-s-yl] • (9CI) (CA INDEX NAME) 



GlaxoNellcome Medicines 

SOI 2Ky, UK 
3B(S2), 



L5 ANSWER 28 OP 92 HCAPLUS COPYRIGHT 2007 ACS On STN 
ACCESSION NUHBBRi 199B|24217 HCAPLUS Ful 1 - te xt 

128:88829 

Solid phase synthesis of S-aoiinopyrazoles and 

derivatives 

Hacson, Stephen p, i Wilson, Richard D. i Judd, Duncan 
B. t Richards, Stephen A. 
Discovery Chemistry, Units, 
Research centre, Stevenage, 
Tetrahedron Letters (l>>>>7), 
906S-9068 

CODBH: TBLBAYi ISSN: 0040-4039 
Elsevier science Ltd. 
Journal 
Engl ish 

The development of a novel solid phase synthesis of some s-aminopyrazoles and derive, is 
described. Reaction of hydrazines with solid supported p-keto nitrilOi 4- 
H02CCfiK4COCH2CN, affords s-aminopyrazoles the amino group of which is readily acylated or 
sulfonylated. Generation of the solid supported p-keto nitrile is non- trivial and 
represents a Key step in the overall synthesis. 
201133-22-2P 2Q11?3" 23-.jp 201 11' S»- If - 6P 
201 lafr- 27^75' 2f>l J 30 -30 • IIP 2(.>n .» fi •• 3 1 • 3P 

RL: SPN {Synthetic preparation) I PREP (Preparation) 
(solid phase synthesis of S-aminopyrazoles) 

201139-22-2 HCAPLUS 

Benzoic acid, 4- |l- (4-methoxyphenyl) - S- [ O-methyl-l-oxobutyl) amino) -IH- 
pyrazol-3-yl)- (9CI) (CA INDEX NAME) 
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RN 301139-27-7 HCAPLUS 

CN Benzoic acid, 4- [l- (4-bromophenyl) -5- I (3-pyridinylcarbonyl)arainol -lH- 
pyrazol-^-yl) - <9CI) (CA INDEX NAME) 




o 

NH_'A— 



RN 201139-30-2 HCAPLUS 

CN Benzoic acid, 4- (1- (4-methoxyphenyl) -5- U (nechylamlno) acetyl] amino] • IH- 
pyrazol-3-yl] - (9CI) (CA INDEX NAME) 



RN 201 13 9- 23 -3 HCAPLUS 

CN Benzoic acid, 4- II- (4-bromophGnyl} -5- [ (3-methyl-l-oxobutyl)amino} -IH- 
pyrazol-3-yll- (9CI) (CA INDEX NAME) 



I0/S72.772 



Robert Havlin 



10/572.772 



Robert Havtin 



U2 



U2 



RN 20113 9-31-3 HCAPLUS 

CN Benzoic acid, 4- [1- (4-bronophenyl) -5- 1 1 (nethylamino) acetyl) amino] -IH* 
pyrazol-3-yl]- (9CI) (CA INDEX NAME) 




NH— C-CH3— NHH* 



REFERENCE COUNT: 



THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



ANSWER 29 OP 93 HCAPLUS COPYRIGHT 2007 ACS on STN 



ACCESSION NUMBER i 
DOCUMENT NUMBER t 
TITLE t 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 



SOURCE: 

DOCUMENT TYPE! 
LANGUAGE) 

FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION: 



1997; 579703 HCAPLUS Fu ll -text 
127:205576 

Preparation of eulfonylureidopyrazole derivatives as 
endochelin converter enzyme inhibitora 
Matauahita, Kayo ; Hasegawa, Hirohikoi Kurlbayashi, 
Yoshikazui Ohashi, Naohito 

Sumitomo Pharmaceuticals Co., Ltd., Japanj Matsushita, 

Kayo I Hasegawa, Hirohiko; Kurlbayashi, Yoahikazuj 

Ohaahi, Naohito 

PCT Int. Appl., 260 pp. 

CODEN) PIXXD2 

Patent 

Japanese 



PATENT NO. 

NO 9730978 

W: AU, CA, CN, 
RH: AT, BE, CH. 

JP 1000K58 

CA 22472B6 

AU 9717354 

BP eS5890 

Rs AT. BE, CH, 
PRIORITY APPLN. INFO.! 

OTHER SOURCE (S) ! 



KIND DATE 



APPLICATION NO. 



HO 1997-JPS32 



Al 19970828 
KR, NZ, RU, US 

DE. DK, ES, PI, PR, GB, GR, IB, IT, 
A 19960113 JP 1997-56183 

Al 19970S2a CA 1997-22472S6 
A 19970910 AU 1997-17354 

Al 19981223 EP 1997-904634 
DB. OK. BS, PR. GB. GR, IT, LI, NL, SB, 
JP 1996-65498 
NO 1997-JP532 
HARPAT 127)205576 



1997022S <-- 

LU, MC, NL, PT. SB 

19970224 <-- 

19970225 <-- 
19970226 
19970225 <-- 

PT, IE, Fl 
, 19960226 
f 19970225 



AB The title conpds. (i and 11 1 



Sj Rl - alkyl, alkenyl, alkynyl, cycloalkyl, etc.; 



alkyl, alkenyl, alkynyl, cycloalkyl, etc/ R5 ■ heterocyclyl , H, aryl, alkyl, alkenyl, 
alkynyl, cycloalkyl. etc.) are prepared I and II, having inhibitory effects on 
endothelin converter enzyme (ECE) , are useful in the prevention and treatment of various 
circulatory disease, bronchial contraction, nervous disorder, hyposecretion, vascular 
lesiona, various ulcere, etc. Thua, S-aalno-4-cyanO'l-pheiiyl- IIH) -pyrazole was reacted 
with 4-toluene8ulfonyl laocyanate to give 84.1% I (Rl - 4-MeC6H4. R2 - R3 - R6 - H, R4 - 
CN, R5 > Ph), which showed icso of 4.6 \M against BCB, 

3.34S42-43-3P 1 94S-i2 - 44 -4 P 

RL: BAC (Biologlcal activity or effector, except adverse)) B8U CBiological 
study, unclassified); SPN (Synthetic preparation); THU [Therapeutic use) t 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of sulConylureldopyrazole derivs. as endothelin converter 

enzyme inhibitors) 
194 542-43-3 HCAPLUS 

Benzenesulfonamlde, N- ( ( (4-cyano-l,3-diphenyl-lH-pyrazol-5- 
yl}'a^llno]carbonyl] -4-nethyl- (9CI) (CA INDEX NAME) 



PR CN 



RN 194542-44-4 HCAPLUS 

CN Benzenesulfonamlde, N- ( l(4•cyano•l,3-diphenyl-lH-pyra^ol-5- 
yl)anlno)carbonyl] -2-nethyl- (9CI} (CA INDEX NAME) 
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ACCESSION NUMBER] 
DOCUMENT NUMBER: 
TITLBi 



HCAPLUS COPYRIGHT 2007 ACS on STH 
1997(239113 HCAPLUS F \lll-text 
126:343473 

3-Amino-2(iH)-qulnolone8 by cyclisatlon of I 
anthranilic acid derivatives 



-acylated 



10/572.772 



67/98 



Robert Havlin 



Rehwald. Matthiaai Oswald, Karl; Lanluiu, Hans-Joachlm; 
Unverferth, Klaus 

Inst. Org. Chem., Tech. unlv. Dresden. Dresden, 

D- 01 062, Germany 

Heterocyclea ll'j'^'>) , 45(3), 4B3-492 
CODBN: HTCYAM; ISSN: 0385-S414 

Japan Institute of Heterocyclic Chemistry 

Journal 
English 

CASRBACT 126)343473 

Reaction of secondary amines with N- (lodoacetyl) anthranilic acid derive., 2- 
(iodoacetylamino)acetophenone and 2- (iodoacetylanino)benzophenone yielded 3-anino-2(lH) • 
quinolones in two steps. Analogoualy heterocondensed S-amino-6(7H) -pyrazolo(5,4- 
btpyridones were prepared Hydroxyquinollnea were subjected to Cl/OH exchange to give 
chloroquinolines, which are convenient for consecutive reactions. 

Ui»75.7-4l":»V ]&r*V5,7-4?.-4>' . 

RL; RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); ract 
(Reactant or reagent) 
(preparation of) 

189757-41-3 HCAPLUS 

4-Morpholineacetamide, N- (4-cyano-l, 3-diphenyl-lH-pyrazol-s-yl) - (9CI) 
(CA INDEX NAME) 



68/98 



Robert Havlin 



CORPORATE SOURCE: 

SOURCE: 

PUBLISHER: 
DOCUMENT TYPBi 
LANGUAGE: 
OTHER SOURCE (S) 
AB 



Ph ^ 

^Ss^ NH_ CI 

P?^c» 



RL: RCT (Reactant); spN (Synthetic preparation); prep (Preparation); ract 
(Reactant or reagent] 

(preparation of aminoquinolones by cyclizatlon of N-acylated anthranilic 

acid derlvs.) 
1897S7-40-2 HCAPLUS 

Acetamlde, N- (4-cyano-l, 3-diphenyl-lH-pyrazol-S-yl)-2-lodo- (9CI) (CA 

INDEX NAME) 



o 



N CHa-Ll 




MlU.'e-CH2l 



REFERENCE COUNT) 



THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RB FORMAT 



RN 189757-4 2- 4 HCAPLUS 

CN l-Piperidineacetamide, N- (4-cyano-l, 3-diphenyl-lH-pyrazol-5-yl) - (9CI) 
(CA INDEX NAME) 




IT l5S7ri7-,(&-9 

RL: RCT (Reactant); RACT (Reactant or reagent} 

(preparation of amlnoquinolonea by cycllzation of N-acylated anthranilic 
acid derivs.) 
RN 169757- 39- 9 HCAPLUS 

CN Acetamide, 2-chloro-N- (4-cyano-l, 3-diphenyl-lH-pyrazol-S-yl) - (SCI) (CA 
INDEX NAME) 



-> d ibib abs hitstr 31-50 

L5 ANSWER 31 OP 92 HCAPLUS COPYRIGHT 2007 ACS On STN 
ACCESSION NUMBER: 1995:860793 HCAPLUS Full -text 

DOCUMENT NUMBER) 124:87730 

TITLE) Synthesis of cyclodlpeptides from p-pyrazolic 

amino acids 

AUTHOR (S) 1 Bl Mahdi, Ouafaaj Lavergne, Jean-Pierre; Viallefont, 

Philippe; Akssira, Mohamed; Sedqui, Ahmed 
CORPORATE SOURCE) Lab. Amino-Acidss Peptides. Univ. Montpellier II, 

Montpellier, 3409S, Pr. 
SOURCE: Bulletin de la Societe Chimique de France ( 

19?5), 132(7), 675-80 

CODENt BSCFAS; ISSN: 0037- 896S 
PUBLISHER) Elsevier 
DOCUMENT TYPE: Journal 
LANGUAOE : French 
OTHER SOURCE (S) : CASREACT 124:87730 

AB seven-Riembered ring cyclopeptides (pyrazolo(3,4-e] Il,4ldiazepine-4,7- diones] were 

prepared by a two-step procedure from p-pyrazollc amino acids. 
IT i*i5',7«;-72-2 l72S0*>-48-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(synthesis of cyclodlpeptides from pyrazollc amino acids) 
RN 165676-72-2 HCAPLUS 

CN lH-Pyrazole-4-carboxylic acid. 5- ( ( (l, l-dimethylethoxy)cBrbonyllamlno| -1,3- 
diphenyl- (9CI) (CA INDEX NAME) 



I0/S72.772 



Ro^rt Haviiii 



10/572.772 



Robert Havlin 



pn 

5V" 



RN 172S06-5S-7 HCAPLUS 

CN L- Phenylalanine, N- [ [5- nU,l-(llnethylethoxy)carbonyl]amino] •l,^>diphenyl- 
lH-py^azol-4'yl)carbonyll - , methyl ester (sci) (CA index namb) 

Absolute stereochemistry. 



172506-48-8 HCAPLU3 

IH- Pyrazole-4-carboxylic acid, 5- I Ul, l-dl«ethylethoxy)cftrbonylloiothylamin 
ol -1,3-diphenyl- (9CI) (CA index name) 



PR ^CO; 




RN 172506-56-8 HCAPLUS 

CN Glycine, N- { {5- 1 1 tl, l-di(nothylethoxy)carbonyllmethylaminoj -1 , ^-diphenyl-lH- 
pyrazol-4-yll carbonyl] - . methyl eater (9CI) (CA INDEX NAME) 



n2E06-53-5P n250ii-54-6P l->25w£-SS-7P 
l7250«-S'i-SP 17250*j-57-*P 172i>0€ -S9-0P 

RL: RCT (Resctant) j SPN (Synthetic preparation); PREP (Preparation) 1 RACT 
(Reactant or reagent) 

(synthesis of cyclodipeptides from pyrazolic amino acids) 
172S06-53-5 HCAPLUS 

Glycine, N- I (S- [ ( (l, i-dimethy lethoxy)carbonyll amino} • 1 , 3 -dlphenyl-lH- 
pyrazol -4-yl] carbonyl] - , methyl ester (9CI) (CA INDEX NAMB) 



PR 

I Ha O 



C— HIt-CH2-C-OKB 



Ph ^ 
^ ^S-— OBu . t 

n c— NH— CHa— c— I 



2 — C— one 



172506-54-6 HCAPLUS 

L-Alanlne, N- 1 [5- II (1 , 1 -dimethylethoxy) carbonyl) amino) - 1 , 3 -diphenyl- IH- 
pyrB20l-4-yl)carbonyll methyl eater (9CI) <CA INDEX NAME) 



RN 172506-57-9 HCAPLUS 

CN L-Alanine, N- ( {5- 1 ( <l, 1-dimethylethoxy) carbonyl J methylamino] - l , 3>diphenyl- 
lH-pyrazDl-4-yllcarbonyl) - , methyl ester {9CI) (CA INDEX NAMB) 

Absolute stereochemistry. 



Absolute stereochemistry. 




RN 172506-58-0 HCAPLUS 

CN L- Phenylalanine, M- I {S- UC l.l-dlnethylethoxy)carbonyl]inethylaBino) -1,3- 
diphenyl -iH-pyrazol -4 -yllcarbonyl] - , methyl ester (9CI} (CA INDEX name) 

Absolute stereochemistry. 



Robert Havtin 




10/572.772 



72/98 



Robert Havlin 



with a solution of 6.4 g 4- ( (diethoxyphosphoryDmethyl] benzoyl chloride in CH2C12 under 
ice cooling, then treated at room temperature for 10 h to give 5,1 g diisopropyl 4-(N-(5- 

cyano- 2-pyridyl > carbamoyl ) benzy Iphosphonate. 

RL: SPN (Synthetic preparation); THU (Therapeutic use} f BIOL (Biological 
study)) PRBP (Preparation); USES (Uses) 

(preparation o£ heterocyclyl- containing phosphonate diesters as 

antihyperllpldenlcs and antidiabetics) 

169293-99-6 HCAPLUS 

Phosphonic acid, ( {4- (( (1,3-diphenyl -iH-pyrazo l-s- 

yl) amino] carbonyl] phenyl ] methyll diethyl ester (9CI} (CA INDEX NAME) 



RL: SPN (Synthetic preparation)! PREP (Preparation) 

(synthesis of cyclodipeptides from pyrazolic amino acids) 

172506-60-4 HCAPLUS 

Glycine, H- (1(1, 3 -diphenyl-lH-pyrazol-s-yl) amino] carbonyl) methyl ester 
(9CI} (CA INDEX NAMB) 



o 




16 9294-03-5 HCAPLUS 

Phosphonic acid, ( [4- ( I (l- (4-chlorophenyl) -3-phenyl- lH-pyrazol-5- 
yl]amino}carbonyl)phenyl]methyl) -, diethyl ester (9CI> (CA INDEX NAME) 
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INVENTOR (S) : 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE; 
LANGUAGE ; 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION! 

PATENT NO. 



1995(856442 HCAPLUS Full -text 
123:286296 

Preparation of phosphonic dlester derivatives as 

antihyperlipidemica and antidiabetics 

Shoji, Yasuo; Myata, Kazuyoshi i Kuroki, Yasuhisa; 

Tsuda, Yoshihi)(o; Tsutsumi, KazuhiltO! Znoe, Yasuhide 

otsuKa Pharma Co Ltd, Japan 

Jpn. Ko)cai To)(lcyo Koho, 13 pp. 

CODENi JKXXAF 

Patent 

Japanese 



KIND DATE 



JP 07168269 

JP 3156026 
PRIORITY APPLN. INFO. 
OTHER SOURCE (8) 



APPLICATION NO. 



JP 1993-330166 



DATE 



19931227 «•- 



A 19950725 
B2 20010416 

JP 1993-330166 19931227 

MARPAT 123)286296 

AB BNHAC6H4CH2P(0)R1R2 (Rl, R2 - lower al)(Qxy. Ph; A . CO, cs, 302) B is selected from 
heterocyclyl of (a) (halo-subatituted) pyridine containing 1-2 of (halo-substituted) 
lower alkyl, C0NH2, N02 , cyano, or lower alkanyloxylf (b) pyridine i-oxlde (containing l- 
2 of lhalo-aubstituted) lower alJcyl, halo, or cyano); (c) pyrimidine containing 1-2 of 
lower allcyl, halo, or lower alkylthio; (d) pyrazine (containing 1-2 halo); (e> isoxazole 
containing 1-2 of (halo) phenyl , lower alRoxyphenyl, lower alkylphenyl, thlenyl, 
phenylsulfonyl, or OH, or halo and lower alkyl; (f) pyrazole or 3-pyrazolone (containing 
1-3 of lomr (phenyl) alkyl, (halo) phenyl, cyano, C0NH2, or thiocyanate) ; (g) (lower 
alkyl- or halo-substituted) quinoline l-oxlde; (h) 1 or 2 lower alkyl-substituted 1,8- 
naphthyridine] are prepared as antihyperlipidemics and antidiabetics (no data) . Thus, a 
mixture of 3.1 g 3-amlno-S-cyanopyrldine-HCl and pyridine in CH2C12 was treated dropwlse 



o 



L5 ANSMER 3 3 OP 92 
ACCESSION NUMBER) 
DOCUMENT NUMBER: 
TITLE: 
AUTHOR (S) I 

CORPORATE SOURCE 1 

SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 



HCAPLUS COPYRIGHT 2007 ACS on STN 
1995)376058 HCAPLUS Full -text 
123:111925 

Synthesis of pyrazolic amino acids 

El Mahdi, o. ; Lavergne, J.-Pw Viallefont. Ph.j 

Akseira, m. 

Lab. Amino Acides Peptides, Univ. Montpellier II, 
Montpelller, 34095, Fr. 

Bulletin des Societes chimlques Beiges <1995 
), 104(1). 31-7 

CODBN: BSCBAGf ISSNt 0037-9646 
societe Chimique Beiges 
Journal 
French 



10/572.772 



73/98 



Robert HavMn 



C02H 

MHC02CHa3 



10/S72.772 



74198 



RoIkiI Hgylin 



'2H 



Two regloiaomeric pyraeolic anino acide I and II wore prepd from dl-Me I,3-diphenyl-lH- 

pyrazole-4 , 5-dicarboxylate. 

RLt RCT (Reactant)^ spn (synthetic preparation)! PRBP (Preparation) f RACT 
(Roactant or reagent) 

(preparation of regio isomeric pyrazole amino acids) 

165676-6B-6 HCAPLUS 

lH-Pyrasole-4-carboxylic acid, ft-ieocyanato-l, 3-diphenyl' . methyl eater 
(9CI) (CA INDEX NAME) 



A- 

PR ^C— C 
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ACCESSION NUMBER: 
DOCUMENT NUMBER) 
TITLE I 
AVrROR(S) I 

CORPORATE SOURCE: 
SOURCE: 



DOCUMENT TYPEi 

LANGUAGE : 

OTHER SOURCE (S) ; 



HCAPLUS COPYRIGHT 3007 ACS on STN 
1994:270224 HCAPLUS FuIl-text 

120:270224 

Syntheais and rearrangement of pyrazolylamino alcohoXa 

Abdallah, Magda A.; Abbaa, Ikhlaaa M.; Koaselhi, 

Mosselhi A. N.f Albar, Hassan A.; Shawali, Ahmad s. 

Pac. sci., Univ, Cairo, Gisa, Egypt 

Journal of Chemical Research. Synopses (I9»4 

). (2), 7e-7 

CODEN; JRPSDC; ISSN: 0308-2343 

Journal 

English 

CASREACT 120:270224 



165676-70-0 HCAPLUS 

iH-Pyrazole-4-carboxylic acid, S- ( ( < i , i-dimethylethoxy) carbonyllamino) -1,3- 
diphenyl-, methyl ester (9CI) (CA INDEX NAME) 



4-ArYl-5-benzoylamino-5-hydroxynethyl-l,3-diphenyl-2-pyrazolines l (R - CN20H, Ar - Ph, 
4-HeC6H4, 4-Me0C6H4, 4-C1C6H4} were prepared by LiAlH4 reduction of either the 
spiropyrazollnes II or the corresponding pyrazoline esters I (R « C02Ne) t treatment of I 

(R « CH20H) with hydrochloric acid in dioxane at room temperature, gave 4-aryl-5- 
hydroxymethyl-i,3-diphenylpyrazQles ill. 

l!i45<»4-04-4P 1545^14 -05-S? 154 5i>4 - 06- 5 P 



RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of regio isomeric pyrazole amino acids) 
1656T6-72-2 HCAPLUS 

lH-Pyra2ole-4-carboxylic acid, 5- [ [(1,1 -dime thy lethoxy) carbonyllamino] -1,3- 
diphenyl- (9CI) (CA index name) 



RLi RCT {Reactant)> SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and rearrangement of) 

RN 1S4S94-04-4 HCAPLUS 

CN Benzamide, N- (4 , 5-dihydro-5- (hydroxymethyl) -1, 3,4-triphe^yl-lH•pyra^ol•5• 
yl|-. cis- (9CI) (CA INDEX NAME) 

Relative etereoehemistry . 



Ph OH 



_i5m_ 



RN 1S4S94-05-5 HCAPLUS 

CN Benzamide, N- 14 ,5-dihydro-5- (hydroxymethyl) -4- {4-methylphenyl) -l, 3- 
diphenyl-lH-pyrazol-S-yl)-, cis- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 




Robert Havlin 



Ph o 

O^^PI 



RN 145383-21-7 HCAPLUS 

CN lH-pyrazole-5-carboxylic acid, S- (benzoylamino) -4. s-dihydro-4- (4- 

nethoxyphenyl)-l,3-dlphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



RN 1S4594-06-6 HCAPLUS 

CN Benzamide, N- (4,5-dihydro-S- (hydroxymethyl) -4- (4-nethoxyphenyl) -1 ,3 
diphonyl-lH-pyrazol-S-yl]-, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 





RN 145383-23-8 HCAPLUS 

CN iH-pyrazole-5-carboxylic acid, 5- (benzoylamino) -4- <4-chlorophenyl) -4 , 5- 
dihydro-l.3-diphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry , 



RN 154594-07-7 HCAPLUS 

CN Benzamide, N- [4- (4 -chlorophenyl) -4 . 5-dihydro-5- (hydroxyraethyl) -1, 3- 
diphenyl-lH-pyrazol-5-yl] -. cis- (9C1) (CA INDEX NAME) 

Relative Btcreochemiatry , 





RN 1&4S94-03-3 HCAPLUS 

CN IH- Pyrazole- S-carboxylic acid, s- (benzoylamino) -4, 5-dlhydro- 4- (4- 

metlvlphenyl}-l,3-diphenyl-, methyl ester, cis- (9CI) (CA index NAME) 

Rslative stereochemistry. 



IT 12?':L4-.S1-5 145333-11-7 1453S3-C2-e 
151594 -03 • ? 

RL: RCT (Reactant) t RACT (Reactant or reagent) 
(reduction of) 
RN 129624-41-5 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, s-dihydro-l, 3,4- 
triphenyl-, methyl eater, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE i 

AUTHOR IS) t 
CORPORATE SOURCE: 
SOURCE i 



DOCUMENT TYPEi 

LANGUAGE : 

OTHER SOURCE (8) : 



im 

1994:217403 HCAPLUS Full -text 
120:217403 

syntheais and spectroscopy of new substituted 
arylazolea 

Sanchez -Vlesca, P.; Oomes, Maria R. 

Pac. Ouim., UNAM, Mexico City, 04510, Hex. 

Revista Latinoamericana de Ouinica (1991), 

22(3), 85-9 

COOBN: RLAQAe; ZSSNi 0370-5943 

Journal 

Spanish 

CASRBACT 120:217403 



Holycrt Havlin 



CORPORATE SOURCE: 
SOURCE) 



DOCUMENT TYPE: 

LANOUAGB i 

OTHER SOURCE (S) : 



im 

Shawall, Ahmad s.t Hassaneen, Handi M. f Albarc, Hassan 

A. I Abdelhamid, Hyan A. 

Fac. Sci.. Univ. Cairo, Cisa, Egypt 

Indian Journal of Chenistry, section B: Organic 

Chemistry including Medicinal chenistry ii99i 

). 32B(7), 79S-C 

CODENi IJSBDBi ISSN: 0376-4699 

Journal 

English 

CASREACT 120:30710 



Robert Havlin 




AB Methyl (trimechoxyphanyl)oxazole I could not be prepared by cyclocondensation of an a-halo 
ketone and an amide, but was prepared in 72% yield from acyloin ester 0C0CH20Ac and 
NH40AC in AcOH. I could not be converted to its imidazole analog, which also could not 
be prepared by other routes. This is presumably due to special reactivity of such 2,4,5- 
trimethoxyphenyl compds., aa seen previously. On the other hand, cyclization of 0C0CH2CN 
with p-Mec«H4NHNH2.HCl gave 70% aminopyrazole derivative ll, which was H-acetylated in 
74% yield. Similar cyclization of QC0CH2C0HH2 gave 97% pyrazolinone III. Some 
characteristic IR, IH-NMR, and mass spectral data are given and discussed. 

IT 153981-93-:? 

RLc 8PH (Synthetic preparation); PREP (Preparation) 
(preparation of aryloxazole and arylpyrazoles) 

RN 1539B1-93-2 HCAPLUS 

CN Acetamide, N- (1- (4-methylphenyl) -3- (3,4, S- trimethoxyphenyl } -iH-pyrazol -5- 
yl)- {9CI) (CA INDEX NAME) 




LS ANSHKR 36 OP 92 HCAPLUS COPYRIGHT 20 07 ACS on STN 
ACCESSION NUMBER: 1994:30710 HCAPLUS Full -text 

DOCUMENT NUMBER: 120:30710 

TITLE: Synthesis of amlnopyrazolecarboxylic acid derivatives 



AB Diphenylnitri limine adds regioselectively to 3-acylaminocouinarinB and Me a-acylamlno-o- 
methoxycinnamate to yield exclusively the cycloadducts I {R » Me, Ph) and II, resp. I 
wore converted into II by their treatment with KOH and di-Me sulfate in methanol. The 
regiochem. of the cycloadducts have been confirmed by their conversion to the Known 1,3- 
diphenylchromeno[3,4-c]pyra20l-4- (3H) -one and Me l, 3-diphenyl-4- (o- methoxyphenyl) - 
pyrazole-5-carboxylate, resp. 

IT 14 5333 -:C- or 

RL: RCT (Roactant)} SPN {synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent! 

(preparation and elimination reaction of) 

RN 1453B3-20-6 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid. 5- (benzoylanino) -4,s-dihydro-4- (3- 

Mthoxyphenyl)-l,3-diphenyl-, methyl ester, cis- (9CX) (CA INDEX NAME) 

Relative stereochemistry. 




IT 151806-42-'»P 151306-43-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and ring cleavage of) 
RN 151806-4 2-7 HCAPLUS 

CN Acetamide, N- (3,9b-dihydro-4-oxo-l,3-diphenyl{l]benzopyrano{3,4-c)pyrasol- 
3a(4H)-yl)- (9CI) (CA INDEX NAME) 



1'>tf72.772 



_29m_ 



Robert Havlin 



80/98 



Robert Havlin 




RN 151806-43-8 HCAPLUS 

CN Benzanide, N- (3,9b-dihydro-4-oxo*l,3-dlphenyl(l)benzopyrano(3,4-clpyrazol- 
3a(4H)-yl)- (»CI) (CA INDEX NAME) 
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HCAPLUS COPYRIGHT 3007 ACS on STN 
1993:581191 HCAPLUS Full -text 
119: 181191 

1,3-Dipolar cycloaddltion of benzonltrilium 

N-phenylimide to didehydropeptides 

Abdallah, Hagda A.; Albar, Hassan A.; Shawall, Ahmad 

s. 

Fac. Sci., Univ. Cairo, Qiza, Egypt 

Journal of Chemical Research, synopses (199.1 

), (S>, 182-3 

CODBN: JRPSDC; ISSN: 0308-3343 

Journal 
English 

CASRBACT 119:181191 



"-CONHCHjCOjEt 



,NHBz 

CONHCBzCOjBt 



IT if.(>;<:'0- V9-3P iif;:«:«o-sc-6? i503:>o-!»-i--,'? 
.iso.5:)0-<)i-si- .ii;C'.33f<-e:t-yp uw.i3jO-e^-op 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, by regloselective 1,3 -dipolar cycloaddn. reaction ol 
benzonitrilium phenyllmide with dldehydropeptlde) 
RN 150330-79-3 HCAPLUS 

CN Glycine, N-((5- (bensoylamino) -4, 5-dihydro-l,3,4•triphenyl-lH-pyraeol-5- 
yl] carbonyl] ethyl ester, cis- (9CI) (CA index name) 

Relative stereochemistry. 



o**^Ph 



RN 150330-80-6 HCAPLUS 

CN Glycine, N- I (5- (benzoylamino) -4, 5-dihydro-4- (4 -methoxyphenyl) -1 ,3-diphenyl- 
lH-pyrazol-5-yl) carbonyl) -, ethyl ester, cis- (9CI> (CA index name) 

Relative stereochemistry. 




RN 150330-81-7 HCAPLUS 

CN Glycine, N- ( (s- (benzoylamino) -4, 5-dihydro-4- (4-methylphenyl) -1,3-diphenyl- 
IH -pyrazol-5-yl) carbonyl] -, ethyl eater, cis- (9CI) (CA index name) 

Relative stereochemigtry. 




AB Didehydropeptides I (Ar » Ph, 4-Me0C6H4, 4-MeC6H4, 4-C1C6H4, 4-02NC6H4, 3,4- 

mechyienedioxyphenyl) underwent a regioselective 1,3-dipolar cycloaddn. reaction with 
benzonitrilium N-phenylimide PhC.tplbond.N«N-Ph tll) to give cycloadducts III. I were 
obtained by the ring cleavage of (Z) -oxazolones IV or (E) -oxazolonea V with H-Gly-OBt.HCl 
In the presence of Et3N in DMF. II was generated in situ from Phc ( : NNHPh) Cl by treatment 
with Bt3N. 



RN 150330-82-8 HCAPLUS 

CN Glycine, N- [ [5- (benzoylamino) -4- (4-chIorophenyl) -4, S•dihydro-l,3-diphanyl- 
lH-pyrazol -S-yl) carbonyl] - , ethyl ester, cis- (9CX} (CA index name) 

Relative stereochemigtry. 




RN 150330-83-9 HCAPLUS 

CN Glycine, N- [ [5- (benzoylamino) -4, s-dihydro-4- (4-nitrophenyl)-l,3'diphenyl- 
lH-pyrazol-s-yl)carbonyl]-, echyl ester, els- (9CI) {CA INDEX NAMB) 

Relative acereocheniscry. 




RN 1&033 0-B4-0 HCAPLUS 

CN Glycine. N-((4- (1 ,3-benzodioxol-5-yl) -s- (bensoylamino} -4,S-dlhydro-l.3- 
diphenyl*lH-pyrazol-»-yl]carbonyll •« ethyl ester, cis- (9CI) (CA INDEX 
NAMB) 

Relative stereochemistry. 



AB DiphenylnicriliTnina adds regioselecCively to the carbon-carbon double bond of Me P-aryl- 
N-benzoyl-a.p-didehydroalaninates 1 (R « aryl) to aCford the pyratoline derive. II (R • 
aryl). The regiochem. of the latter cycloadducts was evidenced chemical by their 
converBion to the )uiown 1,3 ,4-triarylpyrazole-5-carboxylBte8 and by their alternative 
synthesis from the recently reported spiropyrazoles. The IH hmr spectral data of XI were 
compatible with their assigned structure. 

IT 13*355-17- 3F 14538:»>27-3P 

RL: RCT (Reactant); 5PN (Synthetic preparation)* PRBP (Preparation)} RACT 
(Reactant or reagent) 

(preparation and attempted thermolysis and iaomerization oft 

RN 139285-17-9 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, 5-dlhydro-l, 3,4- 
triphenyl-. methyl ester, trans- (9CI) (CA INDEX NAME) 

Relative stereochenistry. 



Ph o 
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HCAPLUS COPYRIGHT 2007 ACS on STN 
1993 159626 HCAPLUS Fullj^text 
118:59626 

1,3-Dipolar cycloaddition reactions of 
diphenylnitrilimine with esters of 
a, P-didehydro amino acids 

shawali, Ahmad s.; Pahini, Abdelgawad A.; Hassaneen, 
Hamdi M.; Abdallah. Magda A. i Abdelhamid, Hyam A. 
Pac. Sci., Univ. Cairo, Giza, Egypt 
Journal of Chemical Research, Synopses (ldv3 

>. Ul), 3C0-1 

CODEN: JRPSDCi ISSN: 0308-2343 

Journal 

English 

CASREACT 118:59626 



RN 145383-27- 3 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, 5-dihydro-4- (4- 

nethoxyphenyl) -1,3-diphenyl-, methyl ester, trans- (9CI) (CA index I 

Relative stereochemistry. 




IT iaj>624-41-SI* 14 £3 8.? -7.0-'/? 

RL) RCT (Reactant)! SPN (Synthetic preparation); prep (Preparation); RACT 
(Reactant or reagent) 

(preparation and methanolysis of) 
RN 129634-41-5 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, 5-dihydro-l, 3,4- 
triphenyl-, methyl ester, cis- (9CI} (CA INDEX NAME) 

Relative stereochemistry. 



Rflftf rt Hflvliq 



.84^ 



RK 145383-20-6 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid. .5- (benzoylamino] -4, 5-dihydro-4- (3- 

methoxyphenyl) -1,3-diphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



os^^p 



RN 145383-23-9 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, 5-dihydro-4- (4- 

nitrophenyl) -1,3-diphenyl-, methyl ester, cis- (9CI) (CA index NAME) 

Relative stereochemistry. 



\S 3/ 




IT usr-ej-ii-ip i<s383-2:-ep I453a3-i3-&p 

l.i53g3-24-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, by regioselective and stereoselective cycloaddn. of 
diphenylnitrilimine with Me P-aryl-N-benzoyl-a,p- 
didehydroalaninate) 
RN 145383-21-7 HCAPLUS 

CN iH-Pyrazole-s-carboxylic acid, 5- (benzoylamino) -4, 5-dihydro-4- (4- 

nethoxyphenyl) -1,3-diphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 145383-22-8 HCAPLUS 

CN IH- Pyrazole- 5-carboxyl ic acid, 5- (benzoylamino) - 
dihydro-l,3-diphenyl-, methyl ester, cis- (9CI) 

Relative stereochemistry. 



- (4-chlorophenyl) -4,5- 
(CA INDEX NAME) 



RN 145383-24-0 HCAPLUS 

CN IH- Pyrazole- 5-carboxylic acid. 4- (l , 3-benzodioxol- 5-yl) - 5- (benzoylamino) - 
4,s-dihydro-l,3-diphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochenistry. \ 
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1992:128760 HCAPLUS Full -text 
116:128760 

On the synthesis of geminally functional ized 
heterocyclic aminocarboxylic acid esters 
coutouli-Argyropoulou, E.j ThessaloniKeos, S. 
Lab. Org. Chem., Univ. Thessaloniki , Thessaloniki, 540 
06, Greece 

Journal of Heterocyclic chemistry (19:'>1) , 
28(8), 1945-8 

CODEN: JHTCADi ISSN: 0022- 1S2X 

Journal 

English 

CASREACT 116:128760 




AB The title compda. I (X . o, Ar - meaityl. 3.6-C12CfiK3; X - NPti, Ar - Ph, 4-MeC6H4. 
C1C6H4) were eaoily prepared by two alternative procedureat 1,3-dipolar cycloaddn. 
benzamidocinnanates prepared by methanolyais of the corresponding oxazolonea or 
oiethanolyBie of the spirooxazolonea II, syntheaized by l.a-dipolar cycloaddn. to 
oxazolonea. Both reaction aequencea show the aane Btereo- and regiotelectivlty. 

IT li;ff,24-<n-S? 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); ract 

(Reactant or reagent) 

(preparation and aromacizacion of) 
RN 129624-41-5 HCAPLUS 

CN iH-Pyrazole-S-carboxylic acid, S- (benzoylamino)<4, 5•dihydro-l,3.4- 
criphenyl-, methyl eater, cia- (9CI> (CA index namb) 

Relative atereochemistry. 



RN 139285-17-9 HCAPLUS 

CN IH-Pyrazole-S-carboxylic acid, 5- (benzoylamlno) •4,S-dihydro-l . 3,4- 
trlphenyl-. methyl eater, trana- (9CI) (CA indbx nahb) 

Relative stereochamiatr/. 





RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 139285-15-7 HCAPLUS 

CN iH-Pyrazole-s-carboxylic acid, 5- (benzoylamino) -4, S-dihydro-3- (4- 

methylphenyl) -1,4-diphenyl-, methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



\S8/ 
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HCAPLUS COPYRIGHT 2007 ACS on STN 
1990:552311 HCAPLUS Full-text 
113:152311 

1,3-Dipolar cycloaddition reactions of 
2-phenyl-4-arylideneoxazol-5 (4H) -ones with nitrile 
iminea. A reinvestigation of the regiochemistry of 
the 1.3 -dipolar cycloaddition reactions of 
2-phenyl-4>arylideneoxazol-5 (4H) -ones with nitrile 
oxides 

Coutouli-Argyropoulou, Bvdoxiai Argyropoulos, Nikolaos 
G.i Theasalonikeos, Bliaavet 

Dep. Chem., Univ. Thesaaloniki, Thessaloniki, 54006, 

Greece 

Journal of chemical Research, Synopses ll^bo 
). (7). 202-3 

COOEN: JRP8DC; ISSNt 0308-3342 

Journal 
English 

CASREACT 113:152311 



O^Pl 



RN 139285-16-8 HCAPLUS 

CN iH-Pyrazole- 5-carboxylic acid, 5- (benzoylamino) -3- (4-chlorophenyl) -4,S- 
dihydro• 1 , 4 -diphenyl • , methyl ester, cis- (9CI) (CA INDEX NAME) 

Relative stereocheniscry. 



■0/S72.772 



Robert Havlin 



10/572.772 



Robert Havlln 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AB The title reaction of phenylarylideneoxazolonea I (R - H, Me, Meo) with 4- 

RiC6H4C.tplbond.N«H-Ph (Rl - H, Me, CI), generated from 4-RlC6H4CCl:NNHPh with Bt3N, gave 
apirolpyrazoline-oxazolinlones ll. The structure of II was supported by anal, and 
spectral data. The regiochem. of these cycloaddns. suggested that nitrile oxides might 
add in a ainiilar fashion, thus, the nitrile oxide-cycloadduct previously assigned 
structure ill was reexamd. and shown co be the regioisomer IV. 

IT lZ'^h7A-A2-f.1> 

RL: SPN (Synthetic preparation) > PREP (Preparation) 
(preparation of) 
RN 129624-41-5 HCAPLUS 

CN lH-Pyrazole-5-carboxylic acid, 5- (benzoylamino) -4, S-dihydro-l, 3,4- 
triphenyl-, methyl ester, cis- (9CI> (CA INDEX NAME) 

Relative stereochemistry. 



1989:534747 HCAPLUS Full -text 
111! 134747 

Preparation and testing of 

heterocyclylcarbonylglutamides and - aspartamides as 
cholecystoklnin antagonists 

Hadzan, Alex M.; Lin, Chun wel; xerwin, Janes P., Jr. 
Abbott Laboratories, USA 
Eur. Pat. Appl., 66 pp. 
CODENi EPXXDH 
Patent 
English 



KIND DATE 



Al 



19901120 
19890323 



APPLICATION NO. 



BP 1988-11S4C2 



US 1988-234525 

HO 198S-US31S1 



19880921 «•• 



19880822 > 
19880931 . 




RN 129624-42-6 HCAPLUS 

CN iH-pyrazole-s-carboxamida, 5- (benzoylamino) -4, 5-dihydro-N- (4-methylphenyl) - 

1, 3 ,4-criphenyl- , cia- (9CI) (CA INDEX NAME) 

Relative atereochemistry. 



INVENTOR (S) ! 
PATENT ASSIGNEE (S) t 

SOURCE i 

DOCUI^ENT TYPE: 
LANGUAGE i 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

EP 308885 

R: BS, OR 
US 4971978 
MO 89024 31 

W: JP 

RMt BE, CH, DE, FR, OB, IT, NL, SB 

A 19920707 US 1990-571945 19900823 

INFO.: US 1987-99866 A 19870921 

US 1988-234525 A 19880822 

OTHER S0URCB(8): MARPAT lllil3474? 

AB ArXlX2NR3 CH[(CH3)nR4) CONR1R3 (I; Rl , R2 - K, Cl-s alkyl, cycloallcyl, alkenyl, 
cyanoalkyl, adamantyl, carbamoylalkyl , etc.; R3R3H - morpholino, pyrrol idinyl , 
piperazinyl, piperidino, etc.; R3 - H, alkyl, cycloaDiyl, alkenyl, (substituted) 
arylal)tyl. heterocycly lalkyl < R4 - tetrazolyl. acyl; Ar - heterocyclyl; XI - (CH2)n, 
OCH2, SCH2, NH, (substituted) alkenylr X3 - CO, CS, S02; m - 0-4; n - 1-3), useful as 
cholecystoklnin (CCK) antagonists, were prepared H-Clu(OBZl) -H[ (CH2)2Me) 2.HC1 
(preparation given) and N-methylmorpholine in IMP at 0* were treated successively with 
indole- 2 -carboxylic acid, l-hydroxybenzotriazole. and i-ethyl-3- (3- 

dimethylaminopropyDcarbodiifflide. The mixture was allowed to warm to room temperature 
and stirred overnight and the product was debenzylated with Pd/C/cyclohexadiene to give 
N- (2' -indolylcarbonyl) -L-glutamine di-N-pentylamide. I inhibit specific (12511 -Bolton- 
Hunter CCK-8 pancreatic receptor binding with ICSO's of 5.4-820 nm, 

IT 122567. S4-S'? 

RL: SPN (Synthetic preparation) ; PRBP (Preparation) 
(preparation of, as cholecystoklnin antagoniat) 

RN 123667-84-9 HCAPLUS 

CN Pentanoic acid, 5- ( (l,3-diphenyl-lH-pyrazol-S-yl)amlno] -4- ((lH-indoI-2- 
ylcarbonyDaninol -5-oxo- , (R) - (9CI) (CA IND8X NAME) 



Abaolute stereochemistry. 



I0«72J72 



Robert Haviin 




IT 12260'!)-27OP 1 1 L663 - 23 -4 P 

RL; SPN {Synthetic preparation) ; PRBP (Preparation) 

(preparation of, aa intermediate for cholecystokinin antagonist) 
RN 1226eS-27-3 KCAPLUS 

CN Pentanolc acid. S- I (1. 3-diphenyl-lH-pyrazol- 5-yl) amino) •S-oxo-4- 

11 (phenylmethoxy) carbonyDBminol phenylmethyl ester, (R)- (SCI) iCA 
IKDBX NAME) 

Absolute stereochemistry. 



90/98 



Robert Haviin 



N-I>yra20lyl-2-nitrobenzamide8 substituted on the pyrazole nucleus were screened for 
antifungal activity against Candida albicans and Cryptococcus neoformans. Mln. 
inhibitory concns. for 14 tested compds. ranged 20-70 and 20- BO iig/mL for the 2 species, 
resp. However, the species differed considerably in their sensitivity to individual 
compds. The presence of both a secondary amide function and a nitroso group conferred 
increased activity, particularly with respect to C. albicans. Introduction of a Ph group 
into the pyrazole nucleus increased activity, presumably due to enhanced lipophilicity. 

RLt BAG (Biological activity or effector, except adverse)} BSU (Biological 
study, unclassified) i BIOL (Biological study) 

(fungicidal activity of) 
69730-12-7 HCAPLUS 

Benzanide, n- (l,3-diphenyl-iH-pyrazol-5-yl}-H-methyl-2-nitro- (9CI) (CA 

INDBX NAI4E) 




«;a73(»-oz-5p 

RLi BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) i BIOL (Biological 
study); PRBP (Preparation) 

(preparation and fungicidal activity of) 
69730-02-S HCAPLUS 

Bensamide. N- (1.3-diphenyl-lH-pyrazol-S-yl) -a-nltro- (»CI) (CA INDBX 



RN 1226«S-2«-4 KCAPLUS 

CH Pentanolc acid, 4-amlno-5- ( (l,3-diphenyl-lH-pyrasol-5-yl}aminoI -5-oxo-, 
(R)- (9CI) (CA INDBX NAM8) 

Absolute stereochemistry. 
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1986:439189 HCAPLUS Full -text 

105! 39189 

N-pyrazolyl-2-nicrobenzBnlde8 with antifungal activity 
Daidone. Q.i Plescia, s.r Raffa, D. i sprlo, V.; 
Mlllci, M. 

1st. chim. Parm. Tossicol., Univ. Palermo, Palermo. 
Italy 

Farmaco, Edizione Scientifica (l9«o), 41(5), 
408-16 

CODBN: PRPSAXj ISSN; 0430-0920 

Journal 
Italian 



Ph 
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1986(28553 HCAPLUS Pull- text 
104:28553 

Synttmsis and analgesic activity of new tricyclic 

py ra zo lot 3, 4 -b) pyridine 

winters, G.; Schiatti, P.t Selva, D. 

Lepeclc Res. Lab., Milan, Italy 

Farmaco, Edisione Scientifica (1??^) , 

40(11), 845-53 

COOEN: PRPSAX; ISSN: 0430-0920 

Journal 

English 



Robert Haviin 



Robert Hgytin 



Ten title compds. (Ij R - Rl - Me or Phj R2 - H, Me, or CH2Ph; X - {CH2)n, ch2CH(mo), or 
CH(M(j)CH2; n ■ 1-3) v«re prepared, in 2 etepa starting from 5-amino-4-(l- 
cycloalkenyl) pyrazoles, and tested for analgesic, ant i -inflammatory, and antipyretic 
active in mice and rats. 6, 7, 8 , 9-Tetrahydro- l , 3-dimethyl -3H-pyrazolo (3 , 4 -c) isoquinoline 
(I; R ■ Rl « Me; R2 > H, X - CH2) 191623-78-8) showed Strong ant i- inflammatory and 
analgesic activity with no ulcerogenesis at doses up to lOO mg/)cg; this compound was also 
moderately antipyretic. The LD50 of I in mice Is also given. 

f.ft61>;-r-5S:'P 

RLt RCT (Reactant)r SPN (synthetic preparation); prep (Preparation); ract 
(Reactant or reagent) 

(preparation and cyclization of) 
996 99-95-3 HCAPLUS 

Formamide, N- (4- (l-cyclohexen-l-yl)-l,3-diphenyl-lH-pyrazol-5-yl} - (9CI) 
(CA INDBX NA)4E) 



cyclization of pyrazolea I (Rl. R2 - Me. Ph; X - -, CH2, CH2CH2. NAc, NMe) with RHOO (R . 
Ph, Et> gave 75-98% cycloalkapyrazolopyrldines II (Z - NRi) . similarly prepared were II 
(Z - o). 

SfTlGS-lfi- 5? 

RL: RCT (Reactant) } sPN (Synthetic preparation); PRBP (Preparation); ract 
(Reactant or reagent) 

(preparation and cyclization of) 
97139-76-9 HCAPLUS 

Urea, H> (4- (l-cyclohexen-l-yl>-l,3-diphenyl-lH-pyrazol-5-yl] -H'-phenyl- 

(9CI) (CA INDEX NAME) 
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1985:4 37407 HCAPLUS Pull-text 
103:37407 

Easy synthesis of new ring- fused pyridones from 
heteroaromatic p-vinylamlnea 

winters, O.i Sala, A.j Do Pad i , A.| Perri, V. 

Res. Lab., DOW-Lepetit, Milan, 1-20158, Italy 

synthesis (1904), (12). 1052-4 

CODEN: SYNTBP; ISSN: 003 9-7881 

Journal 

English 

CASREACT 103:37407 
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HCAPLUS COPYRIGHT 2007 ACS on STN 
1984:472700 HCAPLUS Full -text 
101:72700 

Synthesis of 1,3 ,4-triphenyl-lH-pyrazolo [3,4- 
e] 11,4] thlazepin-7-one 

vartanyan, R. S.i oyul'budagyan, A. L. ; Vartanyan, s. 
A. 

Inst. Ton)ioi Org. Khlffl. im. Midzhoyana, Yerevan, 

375014, USSR 

Khimiya Geterotalklicheskikh Soedlnenii (1984 

), (4). 464-5 

CODEN: K0S8A0> ISSN: 04S3-8234 

Journal 

Russian 

CASREACT 101)73700 



X s PhCHz^P* 



Reaction of 1 , 3-diphenyl-5-pyrazolamine with BzH gave the Schiff base, which was cycllzed 
with HSCH2C02H to give the title compound (I); desulf urization of I with Raney Ni gave 5- 
acetamido- 4 -benzyl -1,3- diphenylpyrazole. which was deacetylated to give the amine II. 
»12$S-€6-2P 

RLi RCT (Reactant) I SPN (Synthetic preparation); prep (Preparation) / RACT 
(Reactant or reagent) 

(preparation and deacetylatlon of) 
91355-66-3 HCAPLUS 

Acetamide, N- [l,3-dlphenyl-4- (phenylmethyl) -iH-pyrazol-s-yll - (9CI) (CA 



10/572,772 



INDEX NAME) 



93/98 



RobtrtHavlin 



94/98 



Robert H»viin 
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1982tam56 HCAPLUS Pull-taxt 
96:217756 

Aninopyrazoles. II. Synthesis of 

pyrazolo [3 , 4 , -b) pyridines via vilsmeier-HaacK r«accion 
of 5-acotaminopyr«zole9 

Simay, Antalt TaRacs, Kalman; Toth, Laszlo 

Res. Dep. , chinoin Pharm. Checn. Horks, Budapest, Hung. 

Acta Chimica Acadeiniae Scientiarun Hungarlcae ( 

1&02), 109(2), 175-87 

COOBN: ACASASj ISSN: 0001-5407 

Journal 
Engl i ah 

CASREACT 96)217756 



HMAC I k 

Me 

... 
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1981 1569066 HCAPLUS Full- tex t 
95:169066 

Studies on the synthesis of heterocyclic compounds. 
Part VI. The action of methyl salicylate on some 
5 - am inopy r a zo 1 e a 

Daldone, Giuseppe; Plescia, Salvatore 

1st. Chim. Farm. Tosslcol., Univ. Palenao, Palemo. 

32-90123, Italy 

Journal of Heterocyclic Cheniatry (1981), 
18(4), 747-50 

CODEN: JHTCADi ISSN: 0022- 152X 

Journal 

English 

CASREACT 95:16»0C6 



JT"' 



o- ^o 

-'-6. 



Refluxing s-aminopyrazoles I (R - K, Me, Phi Rl - H) with o-HOC6H4C02He gave I (Rl - o- 
MS0C6H4C0, Me) and II. 

7544J-a;-2P 7544:-S*-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation)) ract 

(Reactant or reagent) 

(preparation and hydrolysis of) 
79442-81-2 HCAPLUS 

Benzamide, N- (i,3-diphenyl-lH-pyra80l-$-yl) -2-ffiechoxy- (SCI) (CA index 
NAME) 



vilsmeier-Kaack reaction of pyrazolea I (R « H, CI, N02. Rl - H; R - H, Rl « Me, Ph) gave 
8-2SI II <R3 • H) and 35-53% II (R2 - CHO) . II (R - H, Rl - Me. Ra - CHO) was Subjected 
various reactions, including the formation of ill. 

♦j^730-07-0 

RL; RCT (Reactant); RACT (Reactant or reagent) 

(Vilsmeier-Haock reaction of) 
69730-07-0 HCAPLUS 

Acetanide, N- (l,3-diphenyl-lH-pyrazol-5-yl) - (9CI) (CA INDEX NAME) 



Ph 



79442-84-5 HCAPLUS 

Benzamide, N- (i,3-dihydro-2, 5-diphenyl-l-methyl-3H-pyrazol-3-ylidene) -2- 
hydroxy- (9CI) (CA INDEX NAME) 



10/572.772 



IT 70903-13-3 

RL: RCT (Reactant) t RACT (Reactant or reagent) 
(reaction of, with Me salicylate) 
RN 70S03-13-3 HCAPLUS 

CN Benzamide, H- (l,3-diph6nyl-lH-pyrazol-S-yl) -2-hydroxy- (9CI) ICA INDEX 



CORPORATE SOURCE: 
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ACCESSION NUMBER: 1981:538523 HCAPLUS Full -text 

DOCUMENT NUMBER: 95:138523 

TITLE: Stability of packaged solid dosage forms, v. 

Prediction of the effect of aging on the 
disintegration of packaged tablets influenced by 

tnoisture and heat 

AUTHORfS): Nakabayashi, Kiyoahi; shimamoto. Tsugiot Mima, 

Hiroyuki; Okada, Jutaro 

Cent. Res. Div,, Takeda chem. Ind., Ltd., Osaka, S32. 
Japan 

Chemical 6 pharmaceutical Bulletin (X9Sl), 
29(7), 3051-6 

CODEN: CPBTAL) ISSNt 0009-2363 

Journal 
English 

The effects of moisture and temperature on the disintegration time of a tablet containing 
gelatin as binder were investigated under accelerated conditions. The higher the ambient 
temperature and the moisture content of the tablet, the longer the disintegration time. 
Among several kinetic models investigated, a half-order reaction model was most suitable, 
when the ratio of the disintegration time of the aged samples to that of the initial ones 
was taken as a variable to be predicted. The effects of moisture and heat on the 
disintegration time ratio were analyzed by a multiple regression technique on the basis 
of the caraCenaen aquation. In order to estimate the effect of aging on the 
diaintegracion time ratio, tablets in several kinds of moiature-semipermeable packages, 
including an overwrapped package, were examined in artificial climate labs. The effect 
of aging could be predicted by an iterative calcn. through a math, model in which the 
kinetics of the increase in the disintegration time ratio was combined with the moisture 
permeability of the packages. The simulated values could represent the observed data 
fairly well, although the confidence intervals of the predicted values were rather wide, 
owing to variances of the exptl. data obtained. 
2C1">0-30-1 

RLt BIOL (Biological study) 

(tablet, disintegration of. moisture and storage temperature effect on) 

20170-20-1 HCAPLUS 



CN Propanamide, 3- (dimethylanino) -N- (l,3-dlphenyl-lH-pyrBzol-5-yl) - (9CI) 

(CA INDEX NAME) 



i 8 r' 
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DOCUMENT TYPE: 

LANGUAGE: 
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HCAPLUS COPYRIGHT 2007 ACS On STN 
1981:442979 HCAPLUS Full -text 
95:42979 

Vilsmeier-Haack reaction of 5-amlno- and 
S-acylamlnopyrazoles 

Simay, A. j Takacs, K. ; Horvath, K.j Dvortsak, P. 

Res. Dep., Chinoin Pharm. Chem. Morks, Budapest. Hung, 

Acta Chimica Academlae Sclentiarum Hungarlcae ( 

a&O) , 105(2). 127-39 

CODEN: ACASA2f ISSNt 0001-5407 

Journal 
English 

CASREACT 95:42979 



Vllameler-Haack reaction of amlnopyrazoles I (R - NH2, Rl - H, R2 - H, He, Ph, R3 « H, 
CI, N02, Me, OMe) gave I (R - N:CHNR4 2, Rl - CHO, NR4 2 - N>ie2, plperldlno) . The 
Intermediates I (R « N:CHNR42, Rl - H, CH7N+R42X-, X - CI, P02C12, C104) were Isolated. 
I (R - NHCHO. NHAC, NHBz, Rl - H) similarly gave I (R - N:CHNR42. Rl - CHO, H) . I (R - 
Rl > CHO) were converted into I <R1 - CH:NPh, CH:NNHPh, CH:NNHC0NH2, 
Id I IRRI - NiCHN:CH, H:CHN(0) iCH] . 
6P730-O*'-OP 77745-CS-lF 77746-97-3? 
777.J';-i»&-6f' 

RL: RCT (Reactant) J SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and Vilsmeier-Haack reaction of) 
69730-07-0 HCAPLUS 

Acetamide. N- (1 ,3-diphenyl-lH-pyrazol-5-yl) - (9CI) (CA INDEX NAME) 



'0/S72.772 



Robert Havlin I0/S72.772 



RN 77746-85-1 HCAPLUS 

CH Acetaniide, N- [1- (4-chlorophenyl) •3-phenyl-aH-pyrazol-5-ylJ - (9CI) (CA 
XNDSX NAME) 



LANGUAGE : 
OTHER SOURCE (a) I 



English 

CA8REACT 94il2139S 



98/98 



Robert Havlin 



RN 77746-87-3 HCAPLUS 

CN Acetaeiide, N- (1- <4-nltrophenyl) -3-phenyl-lK-pyra2ol-S-yl| • {9CI) (CA 
INDEX NAI4E) 



Thermal decomposition of the diazonium sulfate derived from H-methyl- (l-phenyl-3- 
nethylpy^azol-S-yl) -a-ainlnobenzainide afforded products formulated as l-phenyl-3- 
methyl(2lbenzopyrano(4,3-c]pyrazol-S-one (yield io%}, l.4-dimethyl-3-phenyIpyrazolo(3,4- 
c) isoquinolin-5*one (yield io\) , N-methyl- (i-phenyl-3-iBethylpyrazol-5-yl> -2- 
hydroxybenzamide (yield 81) and 4 • -hydroxy-2, 3 • -dimethyl-l ' -phonylopirolisoindol ine- l,5' - 
[2] pyrazolin] -3-one (I) (yield 20%). Decomposition of the diazonium sulfate derived from 
N-methyl- (1,3-diphenylpyrazol-S-yl) •2-aminobenzamide gave products formulated as 7,9- 
dimethyldibenzole.gl pyrazolo[l, 5- a) (l, 31 diazocin-io {9H) -one (yield 8%) , 4-methyl-l,3- 
diphenylpyrazolo[3.4- c] isoquinolin- 5-one (yield 7%) and 4'-hydroxy-2-methyl-l< .S'- 
diphenylspiro [isoindoline-l.S' - |2]pyrazolln} -3-one (XX) (yield 10%). The apiro conpda. X 
and IX underwent thermal and acid- catalysed conversion into the hitherto unluiom 2- 
benzopyrano[4,3-c)pyrazole ring system ill {R - Me, Ph) in good yield. 

6f>T30-14-? 

RL: RCT (Reactanc) « RACT (Reactant or reagent) 

(preparation of diazonium sulfate froa, deconipoaition of) 
69730-14-9 HCAPLUS 

Benzamide. 3-amino-N- (l,3-diphenyl-lH-pyrazol-5-yl) -N-nethyl- (9CI) (CA 

INDEX NAME) 



RN 7774 6-90-8 HCAPLUS 

CN Benzamlde, N- (l,3-diphenyl-lH-pyrazol-5-yl) - {9CI) (CA INDEX NAME) 
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1981:121395 HCAPLUS Full-text 
94 {1213 95 

Studies on the synthesis of heterocyclic compounds. 

Part IV, Further investigation of the Pschorr 

reaction with some pyrazole derivatives 

Daidone, Giuseppe; Plescia, Salvatore; Fabra, Jole 

let. Chim. Farm. Tossicol., Univ. Via Arehirafi. 

Palermo, 32-90123, Italy 

Journal of Heterocyclic Chemistry (ly9Q}, 

17(7), 1409-11 

CODEN: JHTCADt ISSN: 0033- 1S2X 

Journal 



-> log hold 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 

CA SUBSCRIBER PRICE 



SINCE PILE 
ENTRY 
341.50 

SINCE PILE 
ENTRY 
-39. 00 



TOTAL 
SESSION 
514.36 

TOTAL 
SESSION 
-39.00 



SESSION WILL BE HELD FOR 120 MINUTES 
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HCAPLUS COPYRIGHT 2007 ACS on STN 

1981:442979 HCAPLUS <<LOGINID :: 20070523 >> 
95:42979 

Vilsmeier-Haack reaction of 5 -amino- and 
5 - acylaminopyrazo le s 

Simay, A.; Takacs, K.; Horvath, K./ Dvortsak, P, 

Res. Dep., Chinoin Pharm. Chem. Works, Budapest, 

Acta Chimica Academiae Scientiarum Hungaricae ( 

1980), 105(2), 127-39 

CODEN: ACASA2; ISSN: 0001-5407 

Journal 

English 

CASREACT 95:42979 



Hung. 



r2 r1 




AB Vilsmeier-Haack reaction of aminopyrazoles I (R = NH2, Rl = H, R2 = H, Me, 
Ph, R3 = H, CI, N02, Me, OMe) gave I (R = N:CHNR42, Rl = CHO, NR42 = NMe2, 
piperidino) . The intermediates I (R = N:CHNR42, Rl = H, CH:N+R42X-, X = 
CI, P02C12, C104) were isolated. I (R = NHCHO, NHAc, NHBz, Rl = H) 
similarly gave I (R = N:CHNR42, Rl = CHO, H) . I (R = N:CHNMe2, Rl = CHO) 
were converted into I (Rl = CH:NPh, CH:NNHPh, CH:NNHC0NH2, CH:NNHCSNH2) 
and I [RRl = N:CHN:CH, N : CHN (0) : CH] . 

IT 69730-07-OP 77746-85-lP 77746-87-3P 
77746-90-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and Vilsmeier-Haack reaction of) 

RN 69730-07-0 HCAPLUS 

CN Acetamide, N- (1, 3-diphenyl-lH-pyrazol-5-yl) - (9CI) (CA INDEX NAME) 



Ph 




NHAc 



Ph 



RN 77746-85-1 HCAPLUS 

CN Acetamide, N- [1- (4-chlorophenyl) -3-phenyl-lH-pyrazol-5-yl] - (9CI) (CA 
INDEX NAME) 



10/572,772 




NHAC 



RN 77746-87-3 HCAPLUS 

CN Acetamide, N- [1- (4-nitrophenyl) -3 -phenyl- IH-pyrazol-S-yl] - (9CI) (CA 
INDEX NAME) 




RN 77746-90-8 HCAPLUS 

CN Benzamide, N- (1, 3-diphenyl-lH-pyrazol-5-yl) - OCX) (CA INDEX NAME) 



Ph 

I 

N, 



\ // 




NH- C- Ph 



Ph 



